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Abstract of JP1 0791 51 

NEW MATERIAL:The compound of formula I [J is phenylpyridyl, pyrazyl, indanyl, indanonyl. univalent 
- group derived from cyclic amide or alkyi; B is group of formula ll-IV (n is 0-10; R<2> is H or methyl; 
R<3> is H, alkyi. acyiphenyl, etc.; R<4> is H, alkyI or phenyl), etc.; T is N or C; Q is T or N O; K is H. 
phenyl, arylalkyi, alkyi, pyridylmethyl, etc.; q is 1-3] and its salt. 
EXAMPLE: 1-Benzyl-4-((5.6-dimethoxy-1-indanon)-2-yl) methylpiperidine. 

USE: It has strong and highly selective anti-acetylcholine esterase activity and is useful as a preventive 
and remedy for senile dementia. 

PREPARATIONiA compound of formula I wherein B is group of formula IV can be produced e.g., by 
reacting an acid halide of formula V (Hal is halogen) with a cyclic amine derivative of formula VI in the 
presence of a salt-removing agent. 
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ja + T-. (VI) T-S^^ nS^k^«D<!:. ^1 
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V ^ ^^^^ y 9^T'cD??aETJC^^ L 
g&?J«53tO-o-e* 5 (Vn> «-#5C<i:36< 

m m :^ m c 

0 




I 



o6 



<«) 



o6- 



8364-73151 (14) 



(CH)„-T Q-K 
' ^ J 



(X) 



^ h > (VE) (K) -ea^ns^b^ 

aa g 3? D 

Q 



/ \ 

H,N-(CH)«— T Q-K 
I 



(DC) 



R« 




(XI) 



Hal-(CH)„-T 

R» ^(CH,)/ 



\ 

Q-K 




(VI) 



/ \ 

-(CH)«-T Q-K 

' C J 



(xn) 



I 

0 

(Xfl) 




t K a + ^> f a n (3. 4-b) v > ^ , — jfi 

S (VI) -c^^ n^^b-^ft i g«ix.ti;k*<b 
W8gS<o-or-* s^fc^lSi (XE) 



:^ E 



-la^ ( I ) ICiJii^T. J:6« 



N-^COOCH 



/ \ 

HaN-(CH)„— T Q-K 



'(CHa)/ 



/ \ 
XQNH-(CH)„— T Q-K 

JT ^(CH,)/ 

C.QOCH 



(DC) 



(X») 



HP 2. 3 - f 7 i^v't.;^, ^^rjf :/®^;)c«5 ()ffl ) 
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(DC) n5<b^t»£. W;Ltf-f h 9 fc K 

m B ' :^ m F 

— (1) IC:fe-l.>T^ J*<SBI tl'C b J: 

0 
II 

0 

ns«. X»i^-C-CHa-CH-CHa-T?7i^*nSS-C 
OH 



COCHa 



/ 

OHC-CHa-T Q-K 



(XSH) 



q5BnUflG4-79151 (15) 



^^"S^-CQCHaCHCHa-T 



(CHa), 



\ 

Q-K 



(M) 



COCHaCHaCHa 



/ \ 

-T Q - K 

^(CHa)^ 



(xe) 



-teS; (XV) T-s^nsr-feh^x/vi. 

«9 (XSD) en*. W^Ji P - I- ^"'^ > 

afl5«5JtO — -:5-C*> S-fk^ia (WB) 3&<»«s>nao 

n :^ m c 



= (CH-CH=CH)b-(^.t> bli 1 - 3 CDj|»*,«* 

-r-s) -eTK^^n-BS. ^=cH-(cHa)c-(^4=. c 

Xli^=(CH-CH)a= (^4»x dltOXtli-- 

5 cDsa^.^j^-r s) n^^s-e* sa^* 
m '& ^5 m I 



0 

ii 

J» -P- (OCaH»)a 

/ — \ 

OHC-B*-T Q-K 
^(CHa)^ 



(m) 



(XX) 



^ — \ 

J« = CH— B'— T Q-K 
^(CHa),^ 



(XXI) 



/ \ 
-CHa-B*-T Q-K 

^(CHa),'^ 



(xxn> 



-«a[^ (XR) T'a^n^*:"^*-^- h 

i::-ifi^ (XX) T?« $ T^u-r k hMk^ta^ 

SlEi^L*r (wi ttigSlG) — 
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WittigSfP*fTOlScDteJ«i LT«. m^ii 
(MeONa) ^ ^ h 9 A x 
•^7-KEtOKa) . t-BuOK^ NaH fHf^m^f^ 

h 7 Iz y r3 y y y ( T H F ) > > f- .-^ A 
K (DMF) , x-r^u, - ho/'^^/^ 

^ ji^^ h' ( D M s o ) fit^^m \f 




(S) 




(S). 



(S) . 



(S), 




(S)t 



+ 

0 




Br 




0 0 

II 

P-(OC,Hs), 



OHC-B'-/ 0-K 



CH-B' -T 



^(CH,) J 




(S). 



/ — \ 

CHa-B'-T 0-K 



0 0 

11 

-p-(oc,H.). (ax)' 




*D> B3&«^-(CHa)«--e?KS ns5 n 



/ — \ >A 





(CHa) 
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m :^ m 



OHC-B»-T 



/ — \ 



Q-K 



(CHa), 



J 



J' = CH-B' 



/ 
-T 



(CHa), 



7C 



\ 

Q-K 



/ 

-T 



(CH,), 



\ 

Q-K 

J 



(XX i) 



(XX) 



(XXI) 



(HE) 



J|fflHat>4-79151 C17) 

-e^^n-ST-FUirfc . ft ic J: o r k 

(XXI) n5^t^«l*»-5o 

5 IS l± . W X. If -f h 7 t K D 7 7 o 

* -tJ- V « iS I- J: t) ^) ^ ^ -y A y y D t- >»u T ^ 

niw±KcD-M!S (xxiii)-e*$ ns<t^«3^»a 
actf-^-c-sa* (n) rfi^nsryp-rt 

^s-jft^ (XXI) -r?*$n«>>(fc^i*i^^i5o 

:*:iS;^^<Dj5^J:5S<^: LT. ( (XXIII)d(XX) ) 

iaS*Jn;tr. SaaJ^:-CSi£5$ H*'5 c i ic J: S 
:5rft jc J: ^ r t «S-r 2> c i ^T' # s o 

(XXI) ^-ffJEU:75L/i<f:ISI»cD:5ffiK:j: OStc 



0 




(S) 



/ \ \ 

^(CHa)/ j 



I a 




(S) t 



QHC-(CH,) 



>N-~K 




CH-(CH 



(S) 



1 



U 

^Q^(ch,).-Qn- 



(S) 




L D A 




(XX ID)' 



OHC-(CHa)„-, -^Q*-CHa (XX)* 



(XXI)' 
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^^raagu4^79i5i (18) 
m-h. VL^m (Wf *ot:-Mfi*cT. 

iJCJ:0. attaK<0-O"C*S^I:^^ (HIV) 

St ii :g & I 

J At 7 X ^.'I'S CD ffi^;6<®^$ nri^r fe j: 




Si^ it H 
0 




(S) 



/ — V 

B-T a-K 



3 7C 
NaBH« 



(XX 1} 



OH 




/ \ 



(S) 



(CH.), 



0-K 



(ZXR> 



OH 

(S). 



/ \ 
T Q-K 



(XX IV) 



(S)t 



/ — \ 

Q~K 
(CHa)^ 



(XXV) 



iPSs 'fb^lA (xxiir)4-«&k:j: D^lR^x^o 



(XXV>;$-^-5C 5a 
M iS 3& ffi J 



0 




(S>t 



(S) t 



/ 
B-T 




Br 



(CH,), 



N B S 



\ 



/ 

t-T 



(CH,), 



D B U 



\ 

Q-K 



(niB) 



(nvi) 



yo2.3^>^K^5K (NBS) (tiBR^t^^ 

CO:/o (XX W*. WiLtf 7^ h 9 b K a 7 

7 ^cD^^jS^ff s 1. 8- -vr I** f a [5. 
4. 0 } (DBU) tth\Z. 

5a.^*iS«£l-S c i ic J: 0 ^ -SiSl^fTO^. v 



HO 



(S)t 




(S) 



/ \ 

T a 



(XX VD) 




(S), 



CH^CHCOQH 
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(S) 



(S)t 



S 7L 
Ha 



H3CH3CQOH 




socia AC 



CHaCHaCflCl 



AICI9 




(S)t 



( i ) 



?$iaos(j4-7ai5i (19) 



NC-CH, -<^-K 



( li ) 



3 7C 



D I B A L 

( i/' ^ V r T Jl/ ^ 

7 >f K ) 



IP "&±3ScDjia < . ^ ( i ) X\t^ ( ii ) "Ctk 



M W 1 



CH 



1 : 



0HC-CHa-HQi-CH3 



— X * 5 > ^ u y h y 7 * ^ -'i^ 4-* X 

T;v.-ftKi^:cDx-T^i's Th7tKa79>' 



<2: f S c i 3{;<-C t So t OMc^fAm t LX 
M ^ m 2 



OHC-CH = CH-CHa -Q<-CHa 

1' 

OHC-CHa-CHa-CHa -<^-CHa 



izr ji^v -m^^m^<Dmwk^z^mx'^ 

So 
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BaB3G4-79151 (20) 

1 :-3 





<t ^ ^ 




i\L ^ ^ 


TCso (;uSi) 




1 


Q. 23 


32 


0.8 


nisfim I 


4 


0. 0053 


35 


0. 00082 


(n vitroT-fe-^JbD 0 :/xx-f7--tflH§ftffl 


5 


0. 10 


36 


0. 0015 




6 


0.017 


39 


0. 15 


8 


0.013 


41 


0.025 




3 


0.051 


43 


0. 030 




10 


0.009 


55 


0.36 


S3 :h * - h . S5t i L T T -fe ^ -ru ^ 


11 


0.068 


58 


0. 019 


12 


0. 040 


62 




0.80 




13 


0. 026 


64 


1.0 


B g± Liz^itzi 'J >;&<DTN 


14 


0. 038 


66 

72 


0.017 




IS 


0. 094 


U. U li 1 □ 


17 


0. 052 


75 


0. 0018 




18 


0. 68 


77 


0. 10 




19 


0. 064 


60 


0. 28 


t^^*cDr-fe^/i-3 »J X X -f 7 --tf BSStt 




n 

U. u4 






21 


so 


99 


V. UiO 


fi50%ffi^aa:(ic»o) -c* 


23 


0. 072 


100 


0. 035 




24 


LI 


105 


0. 085 


1) Ellman. G. L. . Courtney, K. 0. , Andres, V. 


26 


24 


111 


0. 11 




27 


0,41 


lao 


0. 19 


and Peatherstone, R. H. (1961> Biochem. Pharioacol., 


30 


0.001 


134 


2.8 


7. 88 -95 


31 


0.094 


186 


0. 004 



1 (« #} 



^ ^ 




it ^ ^ 




188 


0. 081 


215 


0. 0042 


189 


0.012 


216 


0.017 


190 


0. 02 


217 


0. 14 


191 


0. 085 


221 


0. 033 


192 


0.013 


222 


0.011 


193 


0.2 


223 


0. 0054 


194 


0. 069 


224 


0. 003 


195 


0. 0071 


225 


0. 48 


196 


0. 0013 


226 


0. 0049 


197 


0.38 


227 


0.01 


198 


0. 0054 


228 


0. 002 


199 


0. 023 


229 


0. 04 


203 


0. 009 


230 


0. 16 


204 


0. 035 


231 


0. 004 


205 


0.014 


232 


0. 1 


206 


0.41 


233 


0. 046 


207 


0.049 


234 


0. 0018 


208 


0. 062 


235 


0.22 


209 


0.43 


238 


0. 072 


210 


0.06 


239 


0. 18 


212 


0.5 


240 


0. 0089 


213 


0.05 


241 


0. 22 


214 


0. 0084 


249 


0. 62 



mi^m 2 

Ex vivo T "9- Ji^ n > x ^ 7" y " i£ ^ 
jua U ^'xxr 9 --tf ffitt^a^EL^, His. 





m fi 


AChBlfiSf^^ 




(mg/kg) 


i%) 


Saline 




0 




1 


5 • 




3 


17 


4 








10 


36 




30 


47 




10 


5 


15 


30 


14 




100 


18 
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WistarJKfiItt 9 » b 315 ^ Lri* 

step throughSLOlStf li^Sffi t A:. t£fT<D 1 

5 y0.5fflg/kg(ip)*teBL/s. lll«6Kfi-l?«!8 
f::(^(ReverseX> U^t • 

tfl Z. Bokolanecky 4 Jarvik: Int. J. Neuropharnacol 
ii. 217-222(1967) 



1$rR^|^4-79151 (21) 





m s 


ReverseX 


(ng/kg) 






0. 125 


55 


4 








0. 25 


36 




0. 25 


39 


13 








0. 5 


27 




I. 0 


51 


15 






2. 0 


30 




0. 5 


37 


19 








1. 0 


39 




0. 5 


22 


79 








1.0 


38 



■5. !1*IC. J;&<7 * ^-'i^iOSIA^S^^nTt^T*) 

first pass effect ^ 
3 cD^fc^'«?)Jfa.4, 13. 15. 19, 79) lco(,^Tx 7 -/ h 



St^yffiT. ««c«£T. m«»s. K 

J: D iS:-^^ ns.> S^ma. ffittcDgie ; at# 
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S^n^Ai,^*<. iS^ffiTl B t) ^0. 1-300 

caz. (f-t L < I -looog -e* 0. cn^ffl 
# 1 B 1 - 4 iEifc*3f:rrfi4'-r'Sa 




8364-79151 (22) 



f-vKT^ ^) ^ \^ > V jut: ^ > 

H ^ 1 



0 

CHaCHi H([j«-CHa • HCI 



0.1g*ai;tyto Sfi«JEK:r24*lffl 
^ u : > ^ y -^u=::200 : I) l-TlSSiL. 

«ai«*t«jBE^sifs Lfctfe. m-i&^^it^ ^ I- > 

• (t:) ; 224 --225 

- TC^^Wtt ; Ca3H,,M0 • HCI <h t T 

C H N 

Sidfl i%) 74. 68 7. 83 3.79 

I^Sftt {%) 74.66 7.65 3. 77 



H ^ 2 
l-^:^->^^t^-4 - C2 - [ 
- 2 ~ -f 'J X 3 3 X -j^ fcT U lit 

0 

80%7k^ft :^ h y <7 -^0. 32 g ^-^4- If VICT 
St^^. THF lOiDi^J!m;^^Co CiDi*^-^ 0 

h2.12gcDTHF 30ffll»^^jST L^o SfiJCT 
30»a»L/::a:. Sc;0 t:rc?&aiU^ 1 - 

- 4 - fcf y V T -fe h T k K 3. 43 g 
(ODMF 10inl««*jDX-^o SfiT 2 ^H. SOt 
-e 2 <c>C 2 ^MSDjft«jRLfca. Ot:ic 

r > / - /i'i20%eSS^J&nx./::a 105>^ia^ 

x^>McrtfitilL/woW«B^-tefe^i£;K«cr 
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2-'fJU*x*'^-h *1. 37 g IfilJR L^o 

• ; CHasNO • HCl 

• 'H-NMR<CDCl3) 3 ; 1. 10-2. l3(7H.fl>) . 2, 26 

(2H. t). 2. 88(2H,bd) . 3. 48(2H. s). 6.72 
--7. 07(2H,tn). 7.30(5H,s). 7.10-8.00 
(5H.ID) 

m m m 2 

\ - ^yj? jv^ A - C (5. 6 - ^ h 4^ - 1 



CHaQ 



u 



HCl 



(a) 1 ~ ^ - 4 - U ^ > ^ :K T Ji/ 



OHC 



1*Ba|^^79151 (23) 



^ra7^ K26. Og^ftS*:•2:-r>'^ 200fflH-Bffl 
1.6M n-y^^^yf'O^^^^i*-:^;®^^ 

14. 35 g <Ofll7Kx-f-;u30ail«SS[^SDX/to 

*««ICTpH 12 tLtz\k. ^ih^^uxcr 

WKL. *«1SlS5.50g <iR^33%) ^^/lo 
cn«-> ^ / - -'^4001 1 lNiSL»40flil 

pH 12 Jfe<fc> uvlc'-Cffltfl L^to S&fil 



• : ChHitNO 

. 'H-NMR(CDCl,> d ; 1. 40 -2. 40 (7H, «) . 2.78 



(2H. dt) . 3] 


45(2H. s). 7.20(5H, s). 


9.51(1H. d) ' 


1 4 - C(5. 6- ^ f 4^ i^- 


I — ^ V V? - 




- ^ > sr J > ) 


' _ 2 - U X ^ Ji' ] > ^ ^i' 



|R*THF 10ml + J= y :/p e^uT ? :^2. 05 

1;? -fi.-v + it- y»«[9. i2ffli ^^rax^/io otjcrio 

^ ^ 1 - ^ ^2.55 g Ofe*THP 30tnl 

i + 1^ ^ -^^^ ^ ^ ^'2. 31ml 

^fz. -78ric-C15»a»LA:as (a)r-Sf:: 1 

- ^ > — 4 - f ^ y 5/* V * * T /u-r t k 

2. 70 g cr>«7kTHF SOtnUS « ^ JSm x. □ SfifC 



a. 1 ^ifi^br A*s««jnx.. 

: >^ ^ y ->ru = 500 : 1 --100 : 1 ) «wTW 

seB^k^^3.40g (»R^62%) ^» 
. (r) ; 237 -238 

• TC^g^t^fflC ; C2 4Ha7N0, • HCl ^ LT 

C H N 

SMta (%) 69.84 6. 82 3.38 

mmtS. (%) 69. 51 6. 78 3. 30 

n m m A 

1 - ^ > ;b -> 4 - C (5.6 h 4^ - 1 
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CH 



HC! 



CH3O' 

1 - -5 > -V^ju- 4 - C (5.6 -i?^h + '>- 
y ^0. 40 g *THF l6raIC«BL. 109^><5 

>ffc> ^ u- V : > y - -^u = 50 : 1) lc:r«KL> 

• IS* (r ) : 211 -212 

• 5tm^Vxm, : C2 4Ha9N0, • HCl <!: tr 



B4-79151 (24) 



C H N 

Sidll (%) 69. 30 7. .27 3, 37 
HWiir (%) 69.33 7. 15 3.22 

g| ^ fflj 5 

2 — (4' - (r - ^ y ji/ fc'^- rj y ) x^^ul 
-2.3 - fc K g - 1 4 -> f o p [3 4 



211c 1 



2-t Ko+v'^f^^i.-rj^^^^^ ;^|2 g 
s ^ 4 — (2 — T^yx-?^^u) ^i^i^^uf^'^ 
5^ >40 g ^ •> --'u Kf^ * - 7^4>-e200 7B# 

Mfflj^-rSa -e©^. u y yi^A 9 Arms* 

^fejc j: Oi^SeJfiKr-r 5 c i fc J: 0 Bi 

<oz:*&»«is. 37 g 

• (t) : 143. 5 -145 

• TC^^Wlt : C,,Ha;sN,0 • 2HCI <i: LT 

C K N 

Siftfi (X) 61. 77 6. 66 10. 29 
(X) 61. 49 6. 68 9. 93 



m 6 



-2.3 - t^t=Ko~5. 6 - ^ Y ^ U :t \^ 
po C3.4 -b] V-tf V v^^iS 



CH3O 
CH 



0 



2HC- 



2, 3 - •>* t K a -5, 6 -'y > h % 4^ V fc^ 
no C3»4 -b] G.Sg^JttJKfiOa 

-fk* A i eh 4> JCDMF icrsw-r-So cn* 
}^&T. mnLfitf^hUfi.miti' h y a (6o%) 

^0.21gft;i5o ^O'^. 2.3 - t K o -5. 
6 -'y:^ h + -> ^ V- f a a (3,4 -b] > 
•trvig^SDx.80r-e4 ^H««2-r 

cn€-«ffiiCck 0 c i ic J: t) ^ y 

- Afeofea*»o.2gft/co 

• : Ca4H3oN20, • 2HC1 



• 'H-NMRCCDCIa) 8 ; 

1. 12-3. 4(9H.ni), 2.72 -3. 00 (2H. m) . 
3.48(2H. s), 3. 62(2H, t), 3. 95(6H. s), 
4.26(2H.s), 6.90(lH.s). 7.28(6H.s) 
^ ^ ^ 7 

4 - CN- { o — r i y ^ > ju) x^ju] ~i 
— ^ V ji^ tf ij V 



CHaNHCH2CHaH(^N-CH»H^^ 



S^»S£T2 - — h a-< :/ XT ^i^T t K30 g . 
1 - > i^^u- 4 - T ^ / X ^ ^ut'-N- y :/2L 4 

g. ;* ^ / -ji^mmi ^m-^X' 3^mmwr 
©MoOH 30011 ^?d^^?®3[?ij-r -So ^ ^\z^'&\zr 

'f K-CH&ttL. 10%*&K150flil TBHatBL. 
S:^ h y A-epHlOlC /f^UV^o^.f K 
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JK^»Ha5feL. i --^^ju-- A - CN- (o 

cn^S-^ ^ ->»^100ml IC»JBL. lO?^-'^^ 
3 g*ffll^ 4kg/crn» £E 

• 5^?"^ ; CaiHaaNa 

• 'H-NMR(C0Cl3) 5 : 1. 0 -2. lOH.m) . 2. 64 

(2H, t). 2.90(2H.iD). 3.47(2H.s). 6.65 
(2H.tD). 7.02(2H.m), 7. 30(5H. s) 

% m m ^ 

x^;u-2- (IH, 3H) «J y 



^^J^^^CH aCH a -^N-CH a 
H ^ 

_ 1 _ ^ ^ e tj :/25. 6 g . 1. T - * 
^ .f X - g , > ^ / - ^JUlOOml 



^fia|U>4*70151 (25) 

^-ICJ:D«M ( 5 9^HeOH-CHaCla) B» 

g *{iSo 

• : CaaHatNaO 

. »H-NMR(CDC1,) 5 ; 1. 0 -2. l(9H.ii>) . 2. 7 
-3. 0(2H, tn) ^3.2 -3. 6(4H,ai) .4.4 
(2H. s). 6.5 --7. 4(8H.ffl) . 7. 75(1H. s) 
H ift 9 

l_ C4* — (T ~ ^ > JU b'^ y y ) X ^ ji/ 
-■ 1. 2. 3. 4 - -f V 7 ^^ >f K o - 4 - / ^ - 5 
H- CI. 4] -^y'/i^r-tffc'>~2-:*":^-:i 



CHaCHa-(3N-CHa--Q 



2HC1 



I 

CH: 



:^ h rj 1? A K 7 KO. 35 g ^ / 'i*^ 
.iPATiK (DMF) 0,5ml jrlB S $ If s * ?feT « 
cnici,2, 3. 4 -T h K o - 4 - > 

-Fi^-SH-l, 4. - 'I y i^T-tf t: > - 2 - * 

o.52g*o«p 3iniic»5CrLraTL. sfi-eao 

5^Iffl«»rSo cp-^ N-'<>'i/';u - 4 - (2 
-^nax^ji^) y y^K^O. 81 g ^DMF 

3ml tr L> 60 -70 t: 7 ^ K W 

g^Hfe^ftKG.ng^SS (iR!*13.5«) o 

• ^ ; Ca.HaiNjO • 2HCI 

- »H-NMR(CDCl,) d ; 1, 25-2, 02(9H. to) . 2. 52 

(3H. s). 2. 79-2. 95(2H. bd) . 3. 10(2H. 

s) > 3. 48 (2H. s) , 3. 54 (2H. s) . 3. 91 (2H. 

bt) . 7. 14'-7. 45(9H,ffl) 
g| »te ffl 1 0 

\^ C4' - (r - ^ >' <J V) xf-Ji/] 



-U 2. 3, 4 - X h 7 ^ K o -5H~ 1 -^"^V 
T -Mydy - 1 - it y 



OCT 



HCl 



^ h ij A/N>f K 7 ^ KO. 27 g * > ^ 
yuAT^ K (DMP)0.5ol ICl!5?B$ii-> iX?^T« 
»-r So C ni::i. 2, 3. 4 - h 9 » K a - 5H 
_ l-^wr-tf»^>' - 2 - ;t>'0.60g ^DMF 
4mlir LTfflT-r So 60 1: T-15^MSa.«V^. 
j!jC?^Lx N--«>'-:^-'i'-4 - (2-^aoxf' 

tr-^ y •w^Kttti. 02 g ^JD^x -ecD'tft. 
SOt-e 3 ^M30»«!$'rs., 

iSa^t'&^l. 40 g ^I^S (iR^94.8%) a 

• fl'?^ ; Ca*H9oNaO • HCl 

- »H-NMR(CDCla) * ; 1. 20 -1. 92 (1 IH, m) . 2.20 
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-2.24(4H,bs) >7rB0-2, 88(4H.m). 3. 44 
(2H. s). 7. 12-7. 24{9H. m) 
II Ml 1 1 

H — [ 4 — (V — ^ > i/ jv ^ ^} i/ J\^) X ^ ;u3 
-5.6. 11,12 K 7 fc Ko V Cb. f] T 



CH 




HCI 



5, 6. IL 12- 7^ H 5 t K o V V Cb. f) r •/ 
- 6 - * >2. 24g ib60«*«<k:^ h y A 
^-rp^ * AT ^ K20oUCAnx 60 

X ^ tr-s- u V 0, 7 g *jn;t. $ ic3. 5 ^ 



JHjn6aB4-791Sl (26) 

S ^ •> 'J ^ V ^^^^ A^o-7h^7:7-f- 
K:J:0 (59^«eaH in CH^CIa) H«5JaLs « 

• : CsHaaNsO • HCI 

• »H-KJIR(CDCI,) * : 1. 1 -2. 2(9H, o) .3.7 

-4. l(4H,fli) . 4. 15-4. 5(2H.(D) .4.46 
(2H.S), 6.8 -7. 4(l3H.iD) 

n m m i 2 

10- C4' - (r - ^ V fc-^' u V) x^;i/3 
-10,11 -'>^^>>f K g - 5 - ;^ ^ ^t^-5H- 

Cb. e] CI. 4 3 ':^T-tf t: >-~ll~;f > ' JiL 

CH3 

i 

N 



HCI 




CHaCH»-^^N-CHa^^^ 



:^ h 9 «> A -f K 7 ^ K0,-25 g * > ^ ^i' 'i* 
/UATSK (DMF) l;:»iB$-ii-T*?*Tflt»-r 
C C-N.. 10, 11 - S^^-^-f K a - 5 - > ^ ->w-5H 



-.y-^-y*/ Cb. e] CI. 4] -'>'T-fer t•>-ll- 
;^- >0. 58 g ^DMF 5nil rcS*^ LT?STf 5o 40 
-50rr'20»iHia}$L. <>Ctr^-C?*?*LT. 4- 

o.7ig*jp:t. 45-55r-(? 6 ^Ma»-rso * 

«a'fk^«50. 78 g ^^n^^^ant UTS-S 
(IKS&65. 4%) 

• ^ : CaeHaiNaO • HCI 

• 'H-NMR(CDCl3) ^ : I. 20-1. SKllH. ID) , 

2. 60-3, 00 (2H. bs) . 3. 22(3H. s), 3.41 
(2H, s) . 6. 87 -7. 08 (3H. m) . 7. 08 (9H. a) . 
7. 84{1H. dd) 
m ^ ^ I 3 

3 - C C4' - (V - ^ > \:i ^ ^) > ) :7' o 
e :t >f Ji/ 3 r ^ y 3 - 2 - y > ju^f^ ywt 

^ V o fc: X X T ■ IS » ^ 
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^^CONHCH,CHa-(^N-CHa-^^ 
''^COOpH^ 
CH, CHt, 

2.3 - e y Jt^rii z^mmM^n g V 

y'u y::jur Jt^zj -ju 200tDl {C^n;t 1 ^KS^^Et" 

*THF JC«»tr4- (2-Ti/x^^i/) 
V 5/ >u e ^ »J V30* Og. 1— -'^'<KO'+->-! 

y V h u Ty-ri.21 g *ft!x. So cn«-?*aiT. 

OCC 29. 7g**D;Ls ^ST- 1 «fcSl6$ 
■ii'-So THF *a*Lx ^-fk>^u>'* 

a8.8lg«-S^c cn<:#ftiC J; D^LKSLc!: L 

• 7C*»ef«i[ ; C,,Ha.„N40a --HC! • VaHjOi LT 
C H N 

i%) 60.58 7.07 12.29 

nmm {%) 50.54 7.00 12.29 



n m m 14 

N - C4' - (T " (p- y u ^ ^ y *J JU) 
ij V ) X -y- ji/ ] ~ 2 - y 4- If 'J :^ 3& 

0 

Qj^N j'CNHCHaCH,-(3N-CH,"-^-0H • HCl 

2-4^/+"^ y V*;PsKv»^a7'f K2 g 
1 - (p _ > h + V -pu ) - 4 - t* ^ y -i^ 
V X ^ ;i.T s >'2. 52 g * V *J X ^ .n/T V 2 g 

ftic:<^ 0 'AiQS * 7 A«94-r ^ c i JC 0 

x-f-^u] - 2- + /4--t»jv>&;u;Jf>'» 

T S K 2. 5 g 

cn*- I g ^ u > LBBfsIC J: 0 

• »^3S ; CaHaeN^Oa • HCl 



164-79151 (27) 
'H-NMR(CDCIa) :^PB--1.92(9H.n) ^ 2.84 
-3. l8(2H.(n). 3. 24-3.64(2H.m)> 3.52 
(2H. s) . 6. 60 (2H. d) ^ 7. 05 (2H. d) . 7. 17 
(2H,s). 7.64-8. 14 (4H. IB). 9.53(lH.ffl) 

n sa w 1 5 



tA' - iv - ^ y ji^ e x-y-^i/] 
0 



1 - y V? .11/ - 4 - T ^ y X ^ f ^ y V 

4.6 g. b'';->'y50fflU 4 - ^ "f- J^T % y bL' 

y >'*Sffl^ a»T. 2 - + / + if o ^ -'"'^ 
o 7 -f K40gJu^6o 3 ^IHISiSa. 



• : CaaHjsN.Qa • HCl 

. 'H-NMR(COCl,) d ; 1. 1 6 -2. 20 (9H. m) . 2.76 
-3. 04 (2H. 111). 3. 49<2H. s). 3. 48-'3.68 
(2H, t). 7,13-7. 40(5H.iii). 7.70-8.25 
(4H.in)s 9.64(1H. s) 

m m m I s • 

1 - ^ V j; Jt. ^ 4 ^ 1 (N* - 7 ^ ^t/ T W X ^ 



4 _ (N - y W f-: y J^) 9^K47 g 
^^t^;t-^^u8flil<i:^>'-tf v20inl 4= 2 ^Mftl^fe 

cn*THP 20mllC«»Lx *?&»»TT^y 
vl. 86 g . h y X ^ yuT i :^10 g . THF 30ffll 



f 7 --e^K { 5 %MeOH in CH,Cla) L 
4 -(N_^>y-f ^uhf-s y -V'^u) ftKT- y K 

0.9 B^»^o 

C(0 4 - (N- -/^ -pHrf-s ij v'-ru) »»T 

-y K 0. 9g*THF 10mll=«j»U. *?ftaJtT. 
THF 30inl 4> y ^ T t ^ !> K 7 K 

o.38g^?KTL> $ «a>ic 1 ^ra^rajftssfcr 

i;^u-4- (N* - 7 * ^ -fwr 5 / X ^ yp) e*^' 
y -i^ vo. 7 g^ssa 

• : CaoHa.N. 

• 'H-NMRCCOCla) <J ; 1. 0 -2. 2(9H.m) . 2. 85 

(2H. ra). 3. 1Q(2H. t). 3. 44(2H. s). 3.7 
(IH.bs) . 6. 4 -6. 8(3H,tD) .7.0 -7.4 
(7H.a) 

n m m I 7 
T-fe h r ^ y K 
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CH3CNCHaCH,-(^N-CH2--^^ 



THF 20(nl«-zk?feTa»Tx T-fe-^^i^^ a 9 
K0.4 g€-SSTr -So 

*r So mm^tif ^ ^ ^ h ^ y 7 ^ - x*m 

( 5 9€MeOH in CHaCla) L> «g iS ^ ^ f§ 

So 

• •H-NMRCCDCla) 5 ; 1.0 -2.1(l2H,m). 2.6 

-3. 0 (2H, (D) . 3. 39 (2H, s) ^ 3. 6t (2H. t) , 
6.9 -7. SdOH.rn) 

n m m 18 



(r — ^ > ji/ 



?K103U4-79151 (28) 

ju ) X ^ 3 -4-7 



CHCNCH.CHa 




HCl 



CH.O' ^ OCHs 
1 - vv? - 4 - CN' - (3* . 5' - > ^ 
yy^^ju) r i / X ^ f »j v 1. 0 g . 
h tj x^yuT ^ V2.0 g . THF 20n)l ^7X?^Si4i 
p - 7 a D i:f i^^S? ^ o 7 ^ KO. 51 g Jox. 

-f-ICJ:0«® (5 ^MeOH in CHjCla) f S o 

Sc 

• ; CHasN.OaF • HCl 

• ^H-N«R(CDC1,) 5 : 1. 1 -2. lOH.ffl) .2.7 

-3. 0(2H, bd) ^ 3. 51 (2H. s) . 3. 83(8H. ») . 



6.1 -6. 4(4H. m) ^6.9 --7. 8 (lOH. o) 

H Jfe W 19 



m 2 0 



2HC1 



N- C4' {V 'J J\^\^^ ^} y) x^yu] 

T-'ji^O. 70g. 4- (N. N' - V? > ^ ->ur ^ / ) 

K«»ffio.85g*aD*. 3^m30»a»rso 

i L-CO. 75 g ^1#S (iR2^73.0^) 

• : C26H39N3O • 2HCI 

• »H-NMR(CDCl3) d ; 1. 13 --2. 01 (9H. tn) , 2. 81 

(2H, bd) . 3. 44(2H. s) , 3. 88(2H. bt) , 
6. 84-7. 26 (12H. ID) . 8. 31(2H. d) 



0 

^^NHCCHaCHa-^^^N-CHa-^^^ • HC! 
T ^ 9 V 0. 5 g > h y X ^ VI. r i y I g ^THF 
> V? ;u t' y ) a ± > ^ ^ o ^ -< K ^ 

1 gTSTL. ^^-e 5 ^HSC^^-ti-So -eo'^. 

• (t:) ; 197.5 -198 

• 7C*3*«rM ; C,,Ha«NaC • HCl UT 

C H N 

{%) 70. 23 7.58 7.81 
(96) 70. 50 7. 58 7. 83 
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2 I 



- C3' - (p - ^ y j; jt/ o ij y ) > ^ 
0 

^^CNHCHa -<3^-CH,-Q • HCl 

-<> ^ X3 y ^ KO. 74 g X 3 - i2' -r i 
y > ) - ^ :^ V? f o rj 1 g ^ h X 

«»r 2> c i: C J: D . SW1Sl*0.32g »/2o C 
tL^-i6M:5jSJc J: 5 i^K^lc L^o 

• ; CisHaaN^O • HCl 

• »H-NMR(CDCl,) d ; 

1. 48-^3, 08<7H. m) , 3.44{2H.d). 3.62(2 
H, d) . 7, 04^7. 88(10H,ni) 
n ^ m 2 2 

4^ 1^4* - (fj ^ ^ y ju) b'^U^Jt/] — 3 — 



# 



@ 64-79151 (29) 



CH,0 



0 

CH,CHCH,-<^N-CH,-^^ 



S«»»Tx THP 1 tnltplZ *J ^ V':fo e JUT 
t>2a\^m^> 0 riCTs 1. 6M n- 

-78t:*"C?%^LTp-> h+->T-feh7 

* / >1. 55 g CDTHP 10inlS«^jDx20^Mffi«i 
■f S o ^ •c) ic 1 - ^ > •>* - 4 - U 
>u;Kr t K2. 4 g<OTHR lOtnl »**Ja 

h ^ ^ y ^ - KXOm^ ( 5 %MeOH-CH,Cl,) 
iCjLOfSML. «Sa<l:'^^2. 0 g^li'io 

• •H-'NMR(CDC1,) :1. 0 -2. 2(9H.ra) ^ 2. 6 

--3, 4 (5H. o) ^ 3. 43 (2H. s) ^ 3. 81 (3H. s) ^ 



4. KIH) . 6. 83(2H. d) . 7. 17(5H. s) . 
7. 82(2H. d) 

n m 2 3 

4 ^ [4' -N - ^ > J\^) fc'^ 'J Jt/] — p — 



a 




T- -f - > • ^ -.^ ^H^ffll^. 4- C4' - 
(}j _ ^ yu) tr^* rj >u] _ 3 - yN ^ K a # 

p - ^ h #• ^-^ o 7 * / :/0. 54 g X p - h 
>ux V X V RO. 1 gx h X ^SOml "CiD jfe 

-CHaCIa) 1 -'O'-V'/u- 4 - C4- (P 

y V- vO. 45 g ^SSo Cin^«eOH20tDl 



»eOH-iPE ji^i^^itL. mait^m\^.2 

• ^ ; Ca,H,9N0a • HCl 

• 'H-NMR(CDCl,) : 1. 4 --2. 3(llH.m) , 2. 4 

— 2.7(2H,in) . 2.95(2H,t). 3.55(2H.s). 
3,87(3H. s). 6. 93(2H. d). 7.1 -7. 5(5H. 
m) , 7.94(2H, d) 

n m m 2 A 

N- C4* — (I' - ^ y ^tt/ fc' ^ 'J > ) x»;i/] 
~ 3-77Vj&^u;tryigr$ K - J^KlS 
Q 

/CSHCHaCHa-<^fii-CHa-^^i> • HCl 

4 - (2-rt/xf'yu) - l- -<vv/i/tr 
-5 U VI. 64 g X »; A2. 67 g ^ ^ a o 

*^ua40(dU 7k40ml cDS^tJC j!ja;tx *?ftT 1 ^ 
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ttSJtt^t. ^liai^SS^ LT«IH^E^^ 
1.60g<-S^ (431:9^61. IH) 

• !»-?^ : C.sHa.N.Oa • HCl 

• 'H-NMR(CDCl3) 3 ; 1. 47-2. lOOH.m) . 2.81 

(2H, bd) . 3. 25-3. 47(4H.ffl) . 5. 80(1H. 
bs) . 6. 51(1H. dd) . 7. 15-7. 19(6H, m), 
7. 82(1H, dd) 

n ^ ^ 2 s 



^ V y T ^ K 



cr 



0 

II 

CNHCHaCH 



N-{ 1 - 7 ^-5^ >^ x> f^^u) -4- (2- 
73 g * ^ o D sJ« /i^ AlSnl d:*15mlcD««lc 



.»BaB3S4-79151 (30) 
in X. ^ 7jc T ^ U^iR J^fSo ccjc-^v*/^ 

LT®3i^fc^?ai. 47 g ^-S-S (iRi?72. 6 9€) o 

• »H-NMR(CDC1,) <y ; 1. 29-2. 28<27H,fn) . 

2.72(2H.bs) . 3. 43(2H. q) ^ 6. OKIH, bs) , 
7. 31-7. 43(3H. m) , 7.67(lH.dd) 
n ^ m 2 B 

H'-ji^ju^H- C4' - (r ~ ju t:^- ij - 

> ) X ;u3 ^ y y T ^ K ■ j^mm 

0 

kJ* CHa iTjJ . HCl 



^ h U A /X ^ K 9 K 0. 1 8 g ^ T h 7 

K o 7 9 V (THP) 2 oil IdK® ^ii*. ?Jc?feTJtJ^ 



C C {C H- C4' - (r - V i;.»u tr-: ij 
V) X ^ yi^] V T $ Kl. 45 g ^THF Soil 

llfeM*t!^*<1#«^ns (iK^47.09^) c 

iRL/i (|5|JK^15.2«) o ^«&n/c»«t«j«-« 
S-eilRi£<£: Lr«jB^l:^«90. 52 g ^-ll&I^S 
3l(h LrSS (iKfli37.6%) o 

• »^ A ; CasHa.NaO • HCl 

• »H-NMR(CDCla) 5 ; 0. 92 -3. 60 (53H, fli) , 

7. 29(5H, s) 
n ^ m 2 1 

N- C4' ^ n -^4^ ^ t'^ ij 



CNCHaCHa"<|^N~CHa h(T) 



CM, 



HC! 



N->f-^i^ — N- (4' — tr yi^x ^ 
> XT t KO. 6 g> •V^o^+i/^i/T'o-y.f K 
1. 2 g . mmJK^r^ > ^) ^ ^2.0 g . > ^ -^ux 
^>'^>y h >'30rol^ 7 ^iBiD«vsat-r So Slc?'^. 

o-T h 9 7 -f -IC JH3«S (5 96«eOH- 
CHaCla) «fi^b^^0.3 g^f§£, 

• »TF5ft : CaaHa^NaO • HCl 

• 'H-NMR(C0Cl3) 5 ; 0. 8 -1. 1(20H. tn) , 1. 1 

-L6(4H. IB) . 1.8 -2. 6(5H,ni) , 7.4 
(5H. s) 

m m m 2 8 

1 - ^ :/ ^ ju - 4 - C (5. 6 - / Y 4">- I 
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CHaO 



CHaO 



5, 6 h + -> - 1 --f >'^>' >0. 85g i 
1 - ^ > y ^ ;u - 4 - f y V? V - * ^i- ^ T 
T t Kl. 38 g ^-M^T H F 20in! IC;»»L. 0 

* Aicr«6«». «jE«tBL. »^>n/cgi 

^^u_4-. C(5. 6-5^>h + V-l--fv^y 
V ) - 2 - 'J -f' ] > ^ yufcf 9 1. 23 

CO>ft^^l.23 g H F 20ml IZiJ^BL. 



^^BgU4-79151 (31) 

- (t:) : 151 -152 

C H N 

SIfttt 73. 26 6. 92 3. 56 

1%) 73. 30 6. 85 3. 32 

n m m 29 

4 - [(5. 6~ > h ^ - I - ^ y y y - 
2 ~ ^ ] > ^ ju fa' ^ >j y > IS 



CH3O 



u 

^^Qj-^^'^CHi-Qh • HCl 



1 _ ^ y y _ 4 - c (5, 6 - / h + 5^ - 

1 - > y V ) - 2 - ^i'] > ^ tf ^- y 

*H*50%*««^ K y A*»«EicTpH12i 



• ma. (r) : 249 -250 

• JC«»»te ; C»j,H,»NO, • HCl t LX 

C H N 

(%) 62,67 7.42 4. 30 

i 

i%) 62. 75 7. 31 4. 52 

n m m 3 0 i 

1- (3-7it/:*-0'^>-:^Jl/) - 4- CCS, 6- 
^ ;u fa- ^ y > > a ^ 



CH 



HCl 



CH3O' 

4 - C (5. 6 - f + •> - 1 - -f ^ y > ) 
-2-^-'w3 > ^ ^ni"^ y >0, 25 g * T H F 
6nilic:«»t^ h y x^^i-r vO. 29eiil<i: 3 - 



A«[*»c:t** L}^<. ^ ^ j^izxn. 

its*. «£E«I6L. S^nfc y ^r^i^ 
^ 5 /.icraiK b^a ^ ^> »w*feK: J: 13 

<KcD«5tt*W"r SSH<fc^«!jO. 27 g (VLm2%) 

• S.^ (r) ; 230 -232 

• 7tM»Vrit : Ca4Ht.NO, • HCl i LT 

C H N 

mUk^ i%) 66.43 6. 74 3. 23 
nmWi (H) 66. 18 6. 79 3. 11 

n m m 2 \ 



1 - ^ ^ ;u - 4 - C (5, 6 - > h 4^ ~ 1 
>f V ^ y >^ ) - 2 ~ ] > fa' ^' 7 V 

CH 

CH3O 



CHa-N^N-CHa 



2HCr 
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5. 6- > 1- 4- - 1 - -f y ^ J VI. 00 g X 

jf^^i- A T-^i'-r t KO. 31 g . \ -^^y'J 
7 >0. 90ail^:t ^ / "-^^30mK *2mlK:K 
S a^S^SDx.rpH 3 L/::o 3 ^HSnfe 

ti^Wiit^ ^ u y criBiB^ii-. 10%K«^ h 

a^tL. tifecD^jitt^^g-t* ssa<fc^«50. 55 g 

(^^23%) ^^f^o 
. la* (r ) ; 227 -228 (^») 
• Ttm^^m. ; Ca3H,»N,0, • 2HC1 tLX 

C H N 

SSftIS (^) 60. 79 6.88 6. 16 
unit (96) 60. 31 6.95 6. 06 

n ^ m 3 2 

4 - C (5,6 -i^j'h^i^-l-^^^^^) - 



^^03U4-791S1 (32) 

0 0 
Cl\.U^ — 

1 ^- > - 4 - C (5. 6 - > h + •> - 1 
0. 50 g *^ i^-t? V 8(Dnc»JB L. ^^o/u+'Kx 

• (t) ; 132 -133 

• jc*»tlrtt ; CaoHa,NOs i Lr 

C H N 

Stttt i%) 66.46 7.53 3. 88 

HjaHiS (%) '66. 79 7. 53 4. 00 
H »S ^ 3 3 

4 - C(5. 6--:^^ V ^ U - I - ^ yr J >) - 



- ^ Jt" ) y ji/ 1 - X h 4^ j& :K ^ ^1/ tr 
0 0 

4 - C (5. 6 - / h + •> - 1 - ^ V ^ / > ) 

f-^- 9 >2, 00 g ^B3*lftKI530in£»C«» L. 
N - y t3 3 ^x^^ S>f ? KO. 98 g t^^Wtit^ y 
y W -'i-O. 02 g 5 ^IHJPttaifE L^^. 

CCDSia^-THF 20ml iC»»L. 1.8 - :^ 
rifb-v'^o C5. 4. 0 ] <>yr^-7-:t:/ 
1. 66ml*2lIi;t^o 30»IHanJftS«Lfe». «ff 

ESteL. li «c>n^gKit^ ^> U y^i'* 7 ^ fC 
T««L. «ia^k^«9l. I2g (iR^56%) 



• : CoHasNOs 

. 'H-NMR(CDCI,) (? ; 

1.23(3H.t). 1. 41-2. 90(llH.ffl). 3.84(3H. 

s). 3. 88(3H. s). 4. 10(2H.q). 6.60(1H. s). 

6. 97(1H, s). 7. 03(lH.s) 
m m m 3 A 

l^^y$/*^u~4- C(U 3" > ^ y 
— 2 — ^ M 3 y fc? ^ U y 

0 

M * T H F 3ral * 5^ ^ V y a f r ^ > 
0. 17011 J&jtax.x $«£)COT:ict 1.6« n-:r-f 
^i. ij A ^4- -y- yfifftO, 75ffll 'tSDx.^o Ot 
lcri05Jffflat»L^a. -78t:^-??7&aiL. 1. 
3 ->f vjj^ vi/;*- v0.18gCDM*THF Stnl^ 

/Co -78t:iC"C15^!S»}^ t^^. i-^-y^; 
- 4 - f ^ y ;5r T X t K 0. 3 5 g © 
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*2 9 96) <-»f:a 
• U,^ (t) ; 173 -174 

C H N 

midm. (%) 79. 73 6. 39 4. 23 

mmm. (96) 79.43 6.20 4.31 

31 W 3 5 

l-^yi;ju-4 - C(5. 6-i^.>' h4^i^^>-r 

y ) - 2 - •< > Ji/ n: ^ 'J y • ttigiS 



CH.O 
CH,Q 



^Q-^ch,-0-ch.hQ 



HCI 



1 - ^ - 4 - C (5. 6 — >^ ^ h * - 1 



j^K^ 5 



163 64-79151 (33) 
&nyt:K»«-««> ^ u I p E 3C^ «^S»S 

^fcLs i>ca>«!Ht*wr^fflS4l:^«iiO. 24g (« 

• (t) ; 216 -217 

• TcSiJ'Wit : C,4H,9N0a • HCI d: LT 

C H N 

Si6© (^) 72. 07 7, 56 3. 50 
nm& 1%) 71. 82 7.63 3. 33 

n m m 3 B 

I --Oi^ju - ^ ^ C 3 - C (5, 6 - > h 4- 
p b- hi- ^ U :/ - jfe Bg ifcg 



u 



CHsO 

CH30 



» * T H F 5ml JC V cr b- ;u r ^ > 
0. 31ml*aiix.x $«s»*iOt:irr 1.6M n-r^ 



I^TIO^WJKJ^ L^c^s -78t:'i-c-?^iPL. 5, 
6 - *>' > h 4- >• - 1 - >f > ^ / vO. 39 g coft* 
TH F 5ral?§«<i: ^4^1^ ;^ f'y^:^x*;^T 5 K 
0. 35inl «-^n;Lyi:o -78 t: ICTIS » H L 
3 - (l--«y;?^u-4-e'-<'J5^>') 
;4->'T^»^x-t KO. 50gCOjR*:THF 5ml«tt* 

«H^l:^?«5Q. 55g (iR^6196) *?4««UtiL 

• ; CaoHaiNO, • HCI 

• »H-NMR(C0C1,) d : 

1. 10-3. 00(13H,ai). 3.45(2H,s), 3.50(2H. 
s), 3. 90(3H. s). 3. 95(3H. s), 6.58-7.20 
{3H.ffl). 7. 27(5H. s) 
g| » W 3 7 

1 ~ ^ - 4 - C 3 - C (5, 6 - > h 4^ 



'J > - ^ ifi 
0 

'°^^^^^ }r'^^ --(]^-CH, • HCI 

1 - ^ _ 4 - c 3 - C (5, 6 - 5^ > h + 

•^-l-'fvi^^yv) - 2- '<'J-r^^w] ] r 

n hf^u ^'O. 40 g H F ISffll ir^^? 

lO^^'f 7 0. 1 g ^^ax-Z-Co ^ 

^a^b^«l0.37g (iR^849^) 

• : CsHa^NO, • HCI 

• »H-NMR(CDC1,) 6 ; 

1. 00 -3.30 (lBH.m). 3. 38. 3. 43 (to t a 1 2H. 
each s). 3.85(3H.s), 3,90(3H,s). 6.77. 
6. 83(total IH, each s). 7. 05. 7. 10 (tota 1 
IH. each s). 7. 18. 7, 20 (tota 1 5H. each s) 
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^ ^|BaB4-79151 (34) 

n » m 38-^249 



^ 4 





m m ^ 


ffi ^i: ^ if a 

(tt.*. 7C«»^«[, N«R /X^) 


38 


CH9O 


«A (r) ; 247-248 i^m) 
5c*^^W«[(Ca,H.,raa * HCl t LT) 

ilSSSS k k 


39 


0 

Q^CHa<J-CH>-Q • HCl 


(r) : 196-197 
7cS^tfr*t(C«H,5N0-HCl iLT) 

iiiss iH^ k k 


40 


0 

-Q-CHa • HCl 

CHaO^^*^"^^ 


(r) ; 203-204 (^J») 

7t;*5>ffi^fi[(c,3H„N0, . HCl i tr) 


41 


CHaO 0 


•H-NMR(COCU) d : 
1. 10-3.40(14Hffl). 3.48(2H.s). 3.81(3H,s). 
3.85(3H,s). 3.85(3H.s). 6.25(lH,bs). 6.42 
(lH.bs). 7.25(5H.s) 

5H^^;C,,Ha.N0, 'HCl 


42 


CH,0 0 

(^Y^CHa-Ql-CHa-Q - HCl 
CflaO 


'H-NHR(CDCl3) <J ; 
1. 05— 3.40 (14H.a)), 3.45(2H. s). 3.80(3H.s). 
3.B5(3H.s). 6.75(2H.ABq). 7.22(5H.s) 

; C^Ha.SO, • HCl 
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t*B30SU4-73151 (36) 



S 4 (» $) 






m m ^ 


<^ 3 <t ^ @ ft 


43 


CH)0 


Itt.'l^ (r) ; 201-202 
7c56^^fil(Ca5H„N0.^- HCI <i:L.T) ^ 
M^ttCX) 69, 83 7. 50 3.26 

mi M ui m 


44 


CHgO 


•H-NMRtCDCK) d \ ^ _ „ „.,nn . 
1. 10-3, 40 am tB) . 3. 50 2H. s) . 3. 85 (3H. s) . 
3 93(3IU>. 4.25(lH.bs). 6.81(lH,s), 7.07 
<1H.8). 7.22(5H.s) 


45 




(r) ; 225-226 <^W) 
7C«»W® (CnH„NO, • HCI t LX) 

in k k 


46 


Q 


jttja (t:) ; 169-170 

7c«»W!a(CtaH„N0-HCi iur> 

mm vk k k 


47 


0 


tt.^ (r) : 120-122 
7t:«»Wtt(C.>Ht5N0. • HCI t LX) 

mm M k k 





m m ^ 


m m it ^ m, ^ 


48 




' V40-2.^48(7H%^. 2. 90(2H. bd). 3. 48(2H. s). 
3 51 (2H. bd) . 3. 82 <3H. s) , 3. 86 (3H. s). 6. 30„ 
(lH.bd). 6.43aH.bd). 6.S0aH.bt). 7.23(5H. 
s) 

;Ca,H8,N0. - HCI 


49 


CH,a 


' H~NMR (COCl ) ' 
I. 40-2.58 (7H.fflK 2.86(2H.bd). 3. 50(4H.s) 
3 90(3H.s), 3.94(3H.s), 6.59(lH.dt). 6.78 
(2H.ABq). 7.22(5H,&i 

^^^:C,«H.,Na3-HCl 


50 


Y^Y^^"' XJ*'^"' "O • «Q»CCH«CHCO,H 

CHjO'''^*''^ 


' " L 14-1 04 a4H. nl 3. 49 (2H. s) , 3. 81 <6H. s) . 
i77(3H:dd), 6. 65 (IN. d). 6. 82 (IK, d), 7.23 
(5H, s) 

^=F^ ; C,4H3,N09 * C4H40« 


51 


0 

CH,Q^^=*^^ ^ ^ 


•H-NMR(COCU) ; ^ , 
1. ig-2.32(9H.n). 2.90(2H.bd), 3.52(4H.s). 
3 89 (3H s) . 3. 93 (3H. s) . 6. 71 (IH. tt?, 6. 84 
<lH.s). 7.20(lfl.s). 7.24(5h.s) 

5>^^;C,5H,.N0, • HCI 


52 


0 

Q-C-CHaCH,CH,--{ji-CH,-Q • HCI 


tt,^ (t) ; 149-150 

7C»^Wtt(C„H„Na -^HCl iLT) ^ 

mi^mi%) 73. 83 7. 88 3. 91 
nmm%) 71.29 8.00 3. 80 
??oH,0(Sj) 71. 31 8. 00 3.78 
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B3 64-73151 (36) 





m m ^ 


S ^ if R 
(»^, 7C*5^W«[. NMR fit') ' 


53 


OH 

^-CHCHaCH,CHa-Q«-CHa-Q • HCI 


»H-NHR(CDCIa) d ; 

^^:C,aHa9N0-HCI 


54 


0 

^-CCH=CHCHa-{3*-CHa-^ • HCI 


•H-NJIR(CDCl3) <y ; 
1. 10-2, 13(7H,B). i26(2H,t), 2.88(2ltbd). 
3. 48 (2H. s). 6, 72-7. 07 Sh, o). 7. 30(5H, s), 
7. 10—8. 00(5H,Di) 

5^^^ ; CaaHasNO • HCI 


55 


0 

N^-CCHjCHaCHjHQN-CHa-^ • 2HC1 


fil^ (r) : 176-178 

7C*»W«[(Ca,Ha.NaO •2HCl<^tr) ^ 

MHii^(%) 63 80 7 U 7 09 
6113 71 43 6:88 
V.oHaO(56) 62. 94 7. 19 6. 99 


56 


0 OK 

CCHaCHCH, -(3l-CHii 


'H-NUR(CDC1,) d ; 
1.05-2. 15 (9H..0)). 2.85(2H.bd>. 3.02(2H.d). 
3,25(lH.bs). 3.47(21is). 4.10 -i45aH.ffl), 
7.2H5H.S). 7.62<2H.dd). 8.70(2H.dd) 

^■?*3^ * CaiHasNaOa 


57 


0 

N^-CCIKHCHa-^N-CHa-^ • 2HCI 


'H-NMH(CDCl3) 9 ; 
1.10-2. 10(78, ro), 2.25<2H.M). 2.85(2H.bd). 
I i\ ^s) . 6. 59 -7. 10 (2H, n) . 7. 20 (5H. s) . 
7.56(2H.dd). 8.67(2H.dd) 

;Ca.Ha.NaO • 2HC1 






m m ^ 


m m \t ^ m. j6l 


58 


0 

N^-SHCCHaCHa-(^N-CHa-^ - 2HC1 


<r) ; 240-240. 7 

icilS^^iS(CaoHasN,Q • 2HC1^ LT) 

C H N 

ma^mm 6B.75 7.2a 11. ea 
mm^(%) 6S.26 7. 42 21.37 

5?oHaO(X) 66. 25 7.31 11. 59 


59 


0 0 
N^-NHCCHa-{3i-C-^ • HCI 


'H-NHR(CDCU) d ; 
L80-2,24(9H.ffl), 2.96(2H.d). 164(1H.qi). 
160(lH.a>. 7. 20-7. 58 (6H. a). 8.34(2H.d) 

: CHj.HaOa • HCI 


60 


0 

OaN -^-NHCCHa-^3'"^"^"0 ' 


»H-N)IR(CDCl3) d : 
1.12-2. 20 (7H.ffl). 2.34(2H.d). 2. 74-3. 01 (2 H. 
a). 3. 50(28, s), 7,29(2H.s5. V.71(2H.d). 8.20 
(2H. dJ 
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Wlf3bSB4 -79151 C37) 



« 5 




^0111171 


lA % 3£ 


Vf^ m it ^ m, ^ 

(IBL^> TC^^^tt^ NMR 


61 


Q[^-CH,CH.-Cn-CH,-Q • 2HC1 


ftj^ (t:) : 135-140 (»») 
7C3R5>Wta(C,,H„N,0^-2HCl<i:br) ^ 
62.86 6. 47 10. 00 

nmm<%) 59.22 6.63 9.14 

f^HaO (%) 59. 06 6.76 9.39 




H 


»^ (t) : 80-82 <»W) 

7t;«^3^irrte[(C«.H„N,0-2HCliLT) 

C H N 
^IdfSCX) 62. 56 6. 92 9. 95 

fTo^ 18: SS yil U\ 


63 


Qrj-CH,CH,-(_JI-CH.-(J • HCl 


4:03(2H.t), 6.50(IH.D). 6. 9 -7. 9 (9H. n) . 
8.47(lH.d) ^ 
^^^*:C.,HaeN,0- HCl 


64 


0 

Qj^-CH,CH.-Qh-CH.-Q • HCl 


'Yrat«H.'>- 2J-11(4H.«). 3,4-3.7 
(6H. a) r 7. 0 -7. 6 (iH, n) . 8. 06 (IH. m) . 

4^^^C:;Ca3H,.M,0-HCl 


85 


Q]^j<H,CH,-Q«-CH.-0 • 

N 

1 

C=0 
1 

CH, 


'H NMR (CDC 1 'i 3 * 
n) 



« 5 $) 





m m £ 


^ m it m ^ 

7t:^5>t^®. NMR /Xi') 


66 


Qj^^CH,CH.-Qh-CH,-Q • HCl 

1 ° 


•H-NJIR(CDC1,) S : „ „ „ 
1. 10-2. 20 (9H. 01), 2.93(2K.bd). 3.40-3.65 
(6H0). 4.43(2H,s). 7. 00-7. 50(4H.ffl). 7.31 
(511 s) 

5H^* ;C„Ha.Na0- HCl 


67 


^JjOj-CHaCHa-Qf^'CHa-Q • 2HCI 

1 


* "l" 10-2^ 2i\9H! ffl^ . 2. 22-2. 97 (8H. n) . 3. 45 (2H. 
s) . 3. mhU) . 6. 90-7. 20 (4H. m) . 7. 20 (5H. s5 

^^£:Ca,H,oN« •2HC1 


68 


(^^^h,ch,-Qn-ch.-0 * 


*H-HMR (COCl j) * 
L 10—2. l6(13H/ffl), 2. 16 -2. 50(2H.m). 2. 87 ^ 
(2H. bd>; 3. 03 -3. 43 <4H. o), 3. 48 (2H. s) . 7. 27 
(5H. s) 

^^i:;C,9H,aM,0-HCl 


69 


^^|Qj-CH,CH,hQn-CH,-Q • HCl 
CHj 


*H Nil R (CD CI ) S ' 
l.lQ-^2. 10(9H.(D). 1.46(3H.d>. 2.87(2H.bd). 
3 35-3 72(3H.o). 3.46(2H.s), 4.40<2H.dd>. 
7.00-7.38(4H.ffl). 7.28<5H.s) 

5>^^:C,,H,oN«0-HCl 


70 


CH,CH,-(3'-CH»-0 

a J 


'Y20-2.*^84\2a 3.44<2H.s). 7.14 -7.25 
(9H,ai) 

: CasHaaNaO • HCl 
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*?y|BSU4 -79151 (38) 





m j& 




m m It ^ m, iSL 


71 




* HCl 


»H-NMR(CDCl3) ; 
L44-L80(lSH.ii). 2.96(2H.bs). 2.56(2H,s), 
7.08M. 40(9H.(a) 

wT4^» 1 vaana^nau 


72 


CH,CH,-(^M-CH,-£ 


) 

• HCl 


'H-NMRCCDCU) d ; 
1. 24-2. 50(5H.ffl)/ 2.18 (2H.bs). 2.54 -2.88 
(4H.a). 3,44(2H,s . 3.76(3H.sJ, 6.64-6.76 
(2H.IBK 6.S9(lH.d). 7.20(5H.s) 

TTjJK > basnaaOaUa 'in.! 


73 


CH,CHa-{^N-Cfi.-£ 


• HCl 


•H-!IHR(CDCla) tf : 
1. 25-2. 20 (15H.ffl). 2.58(2H,bt). 2.86(2H.bs), 

:CasHaaNaO. - HCl 


74 


1 

CHaCHs 


3 

• HCl 


•H-NMR(COCU) tf : 
1.38-2. 02 (12H,fli). 2.96{2H,d). 5.60(2H,s). 
1.94 (4H.0). 7.08-7. 36(9H.fli) 

a^T-^ ; Ca.Ha.flaO • HCl 


75 


per" 

OCHa 


• HCl 


•H-NMR(CDC1,) tf : 
1.32-2.36(15H.m). 2. 84 -3. 02(2H. m), 3.59 
(2H.S), 4,fl9(3H.sJ. 8. 72-6. 88(2H.ffl>. 7.20- 
7.44<7H,ffl) 

^*:C„H„NaOa - HCl 





m m ^ 


m m it m m. 


75 




'H-NHRCCDCU) tf : 
1.10—2.10(11^01). 2. 60 -3.00 (4H. a). 3.45 
(2H.S). 3. 45-3. 80(lH.m). 3.86(6H.s). 6.22 
aH.bs). 6.57(1H.8). 7.20(5H.s). 7.4B(lH.s) 

^?5« : CasHaaNaO, - HCl 


77 




•H-fJMR(CDCU) tf : 
1.08-2. 10(1 lH,o). 2. 50 -2. 95 (4H. tn) , 3.01 

^^^;Ca«Ha4NaOa-HCl 


78 


ch,o^^-^ch,-Cn.ch,^ • 


'H-NMft(CDCU) tf : 
1,02-2. 12 (9H.m). 2,50-3.05(4H.(D). 3.43(2H. 
sj. 3. 43-3. 85(lH,ia), 3.a8(6H.sy 6.58(1H. 
s). 6.50-6. 82(lH.o). 7.20(5H.s), 7.46(1H. 

5>^^C;Ca«HaoNa0a-HCI 


79 


CH.CHa-QN-CH.-Q 

ay 

1 

CHaCHa 


»H-NMR(CDCla) tf ; 
l-nS3«-^>i U10-2.15(9H,ai), 2.68(2H.q), 
2.89<2H.bd). 3.U(2H.s). 3.51(2H.s>, 3.55 
(2H. s) . 3. 87 (2H, bt). 7. 07 -7. 35 (9H, o) 

; CasH.aNaO • 2HC1 
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«faiBU4-79151 C39) 





m m js: 


«5 S <k ^ it » 


80 


CH,CH,-QN-CHa-0 

0 1 
CK, 


^H-WIRCCDCla) : 

: CHa.NaOa • HCl 


81 


0 

Qji^<^tZH2'^H<nt'^ ' HCI 


'H-NMROCl.) d • 
1,12-2. 12 (9H.fi), 2.76-3.flO(2H.in). 3JQ(2H, 
s). 3.66(2H.O. 4.36(2H.s). 7. 08-7. 9^ (k 


82 


Q 


•H~NHR(CDCIj) 9 : 
L08-2. l6<9K.m). L42(3H.t). 2J6-3.00(2H. 
oj. 3. 32-3. 62(2H.fli>. 3.50(2H.ffl5, 4.53(q, 
2Hi . 12 -7. 40 (5H. m) . 7. 48-7. 72 (IH, ai) , 
8.58(lH.d). 8.73aH.d) 


83 


>w^CONHCH »CHa-(^H-CHa 
^N^COOCHaCHaCHaCHa 


'H-NMR(COCI,) 9 ; 
0.95C3H.t). 1. 04-2^10 (13H.fli). 3,68 -4.00 

(lH.d). B.7iaH,d) 



^ 6 («i ^) 





m ^ 


«!l a ^ ta K 

<a.^L. 7t:S3>^®. NJ4R ti^) 


84 


CH. 

T 


'H*-N«R(C0C1,) d ; 
1.00-2. 06 (9H.ffl), 2.70-2.92(2H.m). 3.00- 

3.34-3.60(4H.m). 7.26(5lis). 
l52(lH,d}. 8.62(lH.d). B.91(lH.d) 


85 


y CONCHaCHa -(^N-CHa 


»H~NMR(CDC1,) 0 ; 
0,92-2. 06 OH.m). 1. 40(3H. t). 2. 64-2. 91 (2H. 


86 


^ Y^ONHCH,CHa-^N-CHa 
^S-'^COQCH, 


'H-NHR(CDCU) e : 
1. 10-2. 1B(9H.5). 2. 72-3.02(2H.m). 3.10- 
3. 62 2H,in). 3.5H2H.S). 4.04(3H.s), 7.2- 
HSllM)' 8.60(lti.d), 


87 


^NYCONHCHaCHa-(^N-CHa-^ 
^N-^NHCOCHa 


'H-NMR(CDClj) d ; 
1.04-2. 28 (9H,fli), 2.36(3H.s), 3. 44(2H.s). 
3.5fl-l75(2H.ffl>. 7.l2-7.25(5H,ffl), 9.03 
(2H.S) 


88 


^^-NY™HCHaCHa-{^H-CKa-0 . 
*^N-^CO«Ha 


'H-NMR(COCU) 9 : 
0.96-2. 16 (9H.III). 2. 56-3. 00 (2H, 01). 3.00- 
3,40(2at). 3.44(2H.s). 7.20(ks). 8.02(2H. 
s) 
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^|0Sl>4-79151 (40) 

« 6 t) 




« I& 3( 


^ ii ^ @ 


89 




•H-fWRCCDCI,) ^ : 
1.04-2.24(9H.Bi). 2. 76-3.00(2H.n»). 3.34- 
3.66(2H.i)). 3.50(2H.s), 5. 04-5. 28(1 H. m), 
7,10-7.36(5H.ffl), 7.48-7. 72(lH.ffl). 8.54(1H. 
d). 8 54(lH.d) 


90 




«H-NHR(COCrj) <y : 
l.fl8-2,16(9H.ffl). 2. 76-3.06(2H.(n). 3.24- 
3.68<2H.B). 3.54(2H.s). 7. 18-7. 46(6H,m), 
8.00-8. 18<lH,fli), 8. 28-8. 54 (IH. a) 


91 


CH, 


■H-NMRaOCls) d ; 
0,98-2. 16 (3H.ffl). 2. 60-3. 00(2H.t8), 3. 14 (3a 
s5, 3.32-3J2(4H,ffl5. 7. 04-r 32(5H. to). 7 60 
-7.82(lH,in>. 7.84-8.15<2H.ffl), 9.05(lH,si 


92 


0 

^ C-N-CH.CH.-O'-CH.-O . 2HC, 

^^^iM'^t,^^' CHj 


»H"»MR(C0Cl3) d : 
1.00-2. 05(9H.ffl). 2.56— 3. 00 (2H.m). 3.08, 
3. 12(total 3H.each s). 3.30 — 3.70(4H.m). 
7, 18, 7. 21 (total 5H. each s) . 7. 33-8. 22 (6H. «) 


93 


0 

q^nhch.ch,-Cn.ch,hQ ^ ^^^^ 


'H-NMR(CDC1,) d ; 
1. ll-2.09(9H.a). 2.87(2H.bd>. 3.20 -3.62 
(4H.m). 7.22(5H,s). 7. 41-7. 64 <3H. ») . 8.00 
(Rdd). 8.20(2H.s) 

6HF^ ; Ca4H„N,0 • 2HCI 


^ 6 




« a £ 


^ m <}: ^ ^ 
imp^. jtma^^iSL. nmr ut-) 


94 


0 

^ ^ X»HCH,CH,-r^H-CHa-0 


It^ Cr) ; 197.5 -198.5 

7»^^tt<C.«H,,N,Q • 2HCia: LT) 

C H N 
Sf^pOO 64. 57 6. 55 9. 41 
mm&<%) 64. 26 6. 58 9. 35 


95 




Hua (r) ; 174-176. 5 

TCSB^^iKCHaeN^O, -HCli: LT) ^ 

mi^m(X> 65.37 6. 63 12. 71 
nmm%) 64.96 6.63 12. 60 
KjoHaO (X) 64. 97 6.66 12. 63 
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«BaB3B4-70151 (41) 





m m 




m m it ^ m, 


98 


p 

^NyCNHCHaCH.-^S-CH,-^ 


3 

=^ • HCl 


'H-NMR(CDCla) « ; 
0,96-2, 24 (9H.in). 1.25(3H.t). 2. 60-3. 08 (2H, 
si' Hllzfcsl' 3-1^^3. lb (4H. in). 7.20(5H, 


97 


p 


^ • 2HCI 


•H-M«R(CDCIj) <J : 
1.00-2.08(9H.ai). 2.70(2H.bd). 3. 04(3H. bd). 


98 


0 


=^ • HCl 


•H-NllR(CDCla) 5 ; 
1.1 -2.1(9H.fn). 2.7-3.G(2H.fl)). 3.50(2H. s). 
3. 90 (2H. t) . 6. 9 -7. 6 (12H. m) . 8. 03 (2H. d) 


99 


0 


=^ • HCl 


'H-NliR(CDCU) d ; 

; CtiHtsNaOP • HCl 


100 


0 

^v^^CHaCH a -{^N-CH a 


=^ • HCl 


•H-NHR(CDC1,) d : 
1.1-2.2(94.0). 2.7-3.0(2H.ffl). 3.48(2H.s), 
149<2H.tB). 6.8 -^.4(15h.ib) 

: C.tHaoNaO - HCl 



^ 7 $) 





« £ 


^ s ^ la 

^W^'^ftt. NMR /XiT) 


101 


CH3CHaNCHaCHa-{3*"^"«'0 

, 6 

\ 


*H-HMR<COCla) * ; 
1. 16 (3H. t) . 1. 1 -2. 2 (9H. a) . 2. 7-3. 0 (2H. m) . 
3.1 -3.4(4H.n), 3.52(2H.s). 6. 5-7, 4<10H,inJ 

^^^^^ I CaaHaoNa 


102 


CHaO 


0 

^,^>^-N-CH,CHa-/~^.N-CHa-0 


»H-NMR(CDCIj) d ; 
1.10-2. 06 (9H.ra). 2.82(2H.bd). 3.43(2H,s). 
3.58(3H.s). 3.8a<2H.bt). 6,S0(2H.d). 6.69 
(2H.d), 6.98(5H.bs). 7, 19(5H.s) 

: Ca.HaaNaO, 


103 


1 0 

CH3C»CHaCH,-(3'-CH«-^ 
OCHa 


'H-NMR(COCU) d : 

Pastel!: Hs^aWste^lWHi 

dd). 7.26(5H.s) 

^^it ; Ca.HjoNaOa 'HCl 


104 


0 

CH,CNCHaCHa-(^-CHa-Q 


»H-HMR(CDCU) S \ 
1.1 -2.1(9H.ffl). 1.84(aH.s). 2.7-3.0(2H.m>.^ 
i44(2H.s). 3.5 -3.8(2H.in). 3.aO<3H.s). 6.5 
-6.9(3H.niJ, 7.22(6H.s) 

5>^iC :Ca,H,oN,a, 


105 


0 

^N-,^l:-Ij-CH,CH,-{3N-CH.-0 ur, 

^'^6 


1,16-2. 16 (9H,ni^. 2^68-2. 98(2H. 01),^ 3,49(2H, 
s). 3. 84-1 09(2H.t). 6. 91-7. 40(10H,id), 
8.22-8. 44 (2H.m). 8.62(lH.s) 
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7 m t) 




^MUI](>4-7U151 (42) 

w 




m m 




«5 S <k ^ ft » 


106 


0 


=^ • HCl 


'H-NMR(C0C1,) <J ; 
1.98-2. 26 (2OH.5). 2.85(2H.bd). 3.48(2H.s>, 
l62(2H.bt). 6.96 -7.40(9H.fli) 

5>^^;Catfl3«NaO-HC] 


107 




) 

' HCl 


'H-NMR(CDC!a) d ; 
0.90-2. 10 <9H.fl}). 2. 65-2. 98 (2H. a), 2.83(38. 
s>. 3.47(2H,s). 3.52^3.92(2H.ii). 7.26(5H.s) 
7. 26-7. 43 (5H. m) 

^^^:C,,Ha.NaOaS - HCl 


103 


Q 

CH,CH,CNCH,CHa -(~^N-CH , -/" 

6 


) 

' fiCI 


•H-NMR(C0Cl3) <J : 
L02(3H. t). 1. 10-2.00(9H.ai), L98(2H.q), 
2.80(2H.bd). 3.43(2H.s). 3. 55 -3. 80 (2H. a), 
6. 97-7. 40 (5H,tn), 7.20(5H.s) 

^^2C;CaaH3oNaO-IICI 


lOS 


0 

' ^NCHaCSCHjCHa-^'H-CHa-L 


> 

• 2HC1 


'H-NMR(CDCU) d : 
L 0 -2. 1 <9H. m) . 2. 18 (6H. s). Z 6-3. 0 <4H. o) . 
£38(2H.s). 3.4 -3.8(2H.m), 6.9— 7. 5(10H.(n) 

^^SC;Ca,H„N3Q • 2HC1 


110 


0 

CH,CflaOCJICH,CH,-(^N-CHa-/" 

6 


) 

• HCl 


»H-KMR(CDC1,) d ; 
7. 19(10H. s) 

; CaaHapNaOa • HC! 




7 («S 












^ m it ^ m ^ 


111 


0 

CHaCNCHaCHa-^>CHa-^ 


} 


'H-NUR(COCla) <J ; 

d5 . ^3. J4 (2H. s) .^180 (2H. m) . 7. 18 (2H. dd) . 
7.36(5H.sf. 8.V0(2H.dd) 

5HF-^;C,,H,tN,0 


112 


CH , CXCH a CH a -([^N-CH , 


> 

• HCl 


'H-NMR(CDC1,) d : 
1.83(3H.s). 1.0 -2.2(9H.m). 2. 6-3. 0 (2H. a) . 
3. 43 (2H, s) . 3. 66 <3H. t) . 6. 8 -7. 4 (9H. m) 

^^^;CaaHatNaOCl - HCl 


113 


Q 

CHa = CHCJICHaCHa-(^S-CHa-^ 

6 


> 

- HCl 


'H-NMR(CDCU) a ; 
1.16-2. 06 (9H.ffl). 2.83(2H.hd). 3.47(2H.s). 
3.78(2H.bt). 5.42aH.dd). 5.g0(lH.dd). 6.20 
(lH.dd). 6.99 -7. 40(10H.n) 

»^i::CaaHaaHaD-HCI 


114 


0 

CHaCHCHaCHa-(3*-*^"« "C 

F 


) 

• HCl 


»H-NMR(C0C1,) a I 
1. 14-2.03(12H,iD), 2.83(2H,bd). 3.44(2H.s). 
3:64(2H.ht>; 7. 00(2H. s>.. 7. 08(2H. s). 7.22 
(5H. s) 

; CaaHa^FNaO • HCl 


115 


0 

CH,CNCH,CHa-VyN-CHa-X^ 

6., ■ 


> 

• HCl 


•H-NMR(CDCU) d ; 
L15~L9o(l2H,o). 2.84(2H.bd), 3.65(2H.s), 
3:67(2H.bt). 6.75 -7.07(3H,ffl). 7.23(6H.s) 

5>^^:CaaHaTFJIa0'HCl 
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)f6aBS 64 -79151 (43) 









«5 S ^ tl R 


116 


Q 

NQ-CNCHaCHanQN-CH,-^ 


^ . 2HC1 


'"lT^2!^imB): 2.6r:3.0(2H.a). 3.43(2H.s). 
3.85(2H.ai . 6.4 --6.7(3H.ffl). 6.9-^. 3(8H,fli), 
8. 34(2H» d) 

^^^;C,,H,.N,Oa •2HCI 


117 


0 

N^-CHCHaCH,-{^N-CHa^ 


3 

=^ • 2HC1 


'Yo^^2'l(9H.«): 2J;-3.0(2H.«). 3.41<2H.^ 
3. 84 (2H. m>. 6. 6 -V. 2 (Sk a). 7. 22(5H, s). 
8.37(2H. d) 

; Ca.Ha.NaOF • 2HC! 


118 


0 

CHaO^'^^OCHa 


=^ • 2HCI 


o'^^ 2!^! (9H. «); 2. 6^3. 0 (2H. «). 3,43 (2H, s). 
3. 57 (6H. s) . 3. 83 (2H. m), 6. 0 -6. 2 (3H. m) . 7. 0 
M.4(7H.oi. 8.35(2H.d) 


119 


0 

CHaCNCHaCHa-^N-CHa-^ 

" 


3 

=^ • HCl 


*H'KHR(CDCla) ^ : 
1.77 3H.S) 1.Q r.2-l<?"-?5^A22(3H.|). 2.6 
-'2.9(2H,Bii. 3.40<2H.s). 3.63mm), 6.7— 
7.3(9H,fli) 

3>^A;Ca.H„N30, - HCl 


120 


0 

CHaCNCHaCH,-(^M-CHa-^ 
CHaO^^OCH, 


=^ • HCl 


^^5 3H.s? 1 1 -2,2(9H.ffl). 2. S'-S. 0(2H.«). 
3 42(2H:s5: 3 S0(2H;m). 3,75(6H.s). 6.20(2H. 
d). 8.35(lll(n). 7. 18(5H.s> 

^-^A ; CHaaNaOa • HCl 



ft 1 m ^) 











«a a <fc ^ ffi » 

(»J^. 7t«^W«t. NHR Uii) 


121 


Q 


0 

OH 


=^ • 2HC1 


'Vl'^-^I^l'mw)*. 2.6--3.0(2H.m). 3,50(2H.s). 
3 83<2H.<D), 6.58(4H.dd), 7.04(2H.d5. 7.19 
(5H.s>. 8.2&(2H.d) 

; CaaHa.NaO, • 2HC1 


122 


Q 


' 0 

^CNCHaCHa-{3'"^"»"( 


3 

=^ • 2HC1 


'Yo7^2.^35\9H!ffl^, 2.99(2H.bd). 3.62<2H.s). 
3:81<2fcbt). 6.31 ~6.56(3»l4. 6.84-7.11 
mn). 7.25(5H.s>. 8.31<2H.h85 


123 




0 

^CNCHaCHa-^N-CHa-^ 
DCHa 


3 

=^ • 2HC1 


'"lT-2.^1(9H.«): 2.6-3.0(2H.tn), 144(2H.s). 
3 68(3H i), 3.85(2H.m). 6.78(4H.ddJ. 7,02 
(2H. d). 7.23(5H.s). 8.37(2H.d) 

:Ca7Ha.NaOa •2HCI 


124 


C 


6 


=^ • 2HC1 


7.20(llH.in). 8.05QH.»). 1,2-1. 83 (9H, n). 
2 65-2. 81 (2H. d>. 3.4<2H.s). 3.90<2H.(b). 
8.20-6.52(2H.fli) 
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?|a|3B4-7dlSl (44) 





• . « £ js: 


m m it ^ ^ iSi 


125 


^-C-N-CH,CHa-^N-CH-^ . HCl 
CHa 


nrtimK\LvLly} 0 , 

0.80-2. 12 (12H. 01). 2.52 -3.64 (8H.ffl). 7.06- 
7. 52(10H. 0) 


125 


0 

HaN -^-C-Ijl-CHaCHa-(^N-CH,-^. • 2IICI 
CHa 


1,08-2. 10 (SM, 2,80--2.92<2H,d). 3.00OH. 

5^^^;CaaHa,NaO-2HCl 


127 


0 

^-C-N-CH,CH,-(^B-CHa-^ • HCl 
CH, CH, 


•H-NWR(CDC1,) S ; 

in 11 tnti ^\ o <i 1 /lit _v ftp 4 1 /pii \ 

L 0 — 2. 1 (9H, a) 2. 31(3H. s). 2, 5—3. 1 (5H» o) , 
3.1 -3.6(4H.(n). Ti 0-7. 4 (9H, m) 

; C„H,oN,a • HCl 


1 oo 

128 


0 

X y~CHa"C"NHCHaCH » ^-CHg "jfy • HCl 

NO, 


•H-NMR<CDCla> 9 ; 
1.0 -2.2(9H.iB). 2.7-3.0(2H.ffl). 3.29(2H.ai). 
3.50(2H. s), 3.8H2H. s), 5. 8(lH,s). 7.25(5H, 
s), 7.3 -7.7(3H.m). 8.03{lH.d5 

:CaaHa7N,0i - HCl 


129 


0 

^7/- C-N-CHaCHa -^^N-CHa " HCl 
CH, 


»H-NMR(CDC1,) 8 ; (y 'j -i*) 
1.10-2. 06 (17H,n). 2.10-2.32(38.0). 2.96 

7. 36—7. 76(5fl.o> 

;Caafl34NaO • HCl 


130 


'^^r^C-N-CHaCHa-(^ • HCl 
0 


»H-f4MR(CDCI,) 9 ; 
1,20-2. 08 (9H.m). 2. 80-2. 92(2H, d), 3.12<3H, 
s5. 3. 46-3. 64(4H.mJ. 6.S(lH,dd). iMilH. 
dd). 7.26 -7.45(6H.m) 

: C,fiHa,N,Oa • HCl 




^ 8 («E 





m ^ ^ 


^ m it ^ m 


131 


0 

^y-C-N-CH,CH,Hj[^N-CHaCH«CH-^^ • HCl 
CH, 


»H-NJIR(CDC!a) d ; 
1. 02-2. 06 (9H,«D). 2.71-3.57(9H.fli). 6.16— 
6. 54(2H.flj). 7. 10-7.55(10H.m) 

^^5C : Ca,HaoN,0 • HCl . 


132 


0 

^-OCNHCHa-^N-CHa-^ * HCl 


•H-MMR(CDCI,) ; 
1.1 -2.l<7H.fli). 2.8-3.05(2H.oi), 3.05-3.15 
(2H.O). 3.49{2H.s). 5.1 (IH. ). 7.0 -7.5 
(lOH. n) 

;C,oHatNa03 - HCl 


133 


0 

^-C-N-CH,CHa-(^H-CH,CHa-^ • HCl 
CH, 


»H-N«R(COClj) a ; 
1.00-3. 08 (20H.m). 7.22(5H.bs). 7.37(5H.s) 

^^^.;C„H,oM - HCl 


134 


0 

^-CNHCH,CHa--(^-CHa • HCl 


'H-N«R(COCl,) a ; 
1. 30-2. 24 (9H, m) . 2. 86 <2H. bd) . 3. 32 -3. 60 
(4H,ffl). 6.08-6. 28(2H.ffl). 7. 20-8. 02 (6H. ra) 

^^5aC:C.,Ha4NaQa • HCl 


135 


(j 

^-OCOCHa-{]])N-CHa-Q • HCl 


'H-NIIR(CDCl3) d : 
L 1-2,2 (?H.in), 2.8-3. 1 (2H.n), 3.50(4H.s). 
7. 30(10H, s) 

^^^;CaoHaaNO, - HCl 


136 


0 

CH,0 1( r-K /HN, 

J^NHCHaCHa-^N-CHa-(J • HCl 

^'^•OCH, 


^H-m<R(CDCU) d ; (7U-) 
1, 20-2. 16 (9H. m) . 2, 64-3. 0 (2H, bd) . 3. 46 (2H. 
s). 3.36-3.60<2H.5. 3.80(6H.s). 5.60(IH. 
bsj. 6.50 -6. 60(2H.d). 7. 16-7. 40 (6H. ») 

d^afi CaaHsaHaO, ■ HCl 
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S 8 (tt «) 



51ISIBSK4-79151 <45) 





m m ^ 


«3 s <k ^ a 

(A.^. 7C«5»We. NMR fia) 


137 


0 

HO 11 / — \ 


•H-NMR(CDC1}) 3 ; (7 *J -{*) 
1 12—2 16(9H.cb). 2 76-^3 0(2H.bd). 3 48 (2H, 
s). 3,32-3.60(2H.mJ. 3.92(3H.s). 6.32-7.40 
(8H.ni. 8.26aH.bs). 14.0(lH.s) 

: C«H,«M,0, • HCl 


138 


0 

^^CNHCH,CH,-(]^N-CHa-Q • HCl 


»H-NMR<COCW) 3 ; 
1. 1 --2. 2 (9H, a) . 2. 7-3. 0 (2H, t^) . 3. 1-3. 4 
«H.(n). 3.4B(2H.s). 4.90<1H). 6.9-7.4(lOH, 


139 


0 

^V|j^CHaCNHCH,CH,-(]3N-CH.-^ • HCl 


'H-NMR(CDC1 
1. 1 --2. 1 
<2H,m), 2 

4>^A;Ca, 


») <? : 

(9H.(o). 2.7-3.0(4H.in). 3.1-3,6 
LS5(2H.s}, S.5(1H). 7.30(10H.s) 

Ha.NiO-HCl 


140 


0 

,^^>^4:h=chcnhch,ch,-< ,n-ch«-0 • hci 

O . 


»H-HUR(COCl,) ff : 
l.l -2.2(9H.ai). 2. 7-3. 0(2H.m). 3.2-3.4 
(2H.O). 3.40{2H,s). 5.9(1H). 6.39(lH.d), 
7.1 -7. 8(nH. rn) 

;Ca3H,.N,0 - HCl 


Ul 


Q 

^j^NHCHaCH,-(]}M-CH.-^ • HCl 
^''^OCHa 


'H-NMR(CDCU) 8 ; (7 'J 
(lOH. 01) 

^>^it;c„H„M,a, -HCl 





m A ^ 


t?9 s ^ ® a 

(»,^. 7i:*5>fftt. NHR fl^) 


142 


0 

^^HiCH.CNHCHaCHa -(^H-CHt ^ 

1 


} • HCl 


'H-NHR(CDC1,) d : ^ ^ ^ 
LI -2.2(9H.fli). 2.3-2.7(4H.m). 2.7-3,0 
|5Hjffl)j 3.0 -15(4H,o). 6.1(1H). 7.0 -7.7 

55^^ : CaaHaoM • HCl 


143 


CHaCH,CNHCHaCHa-QM-CH.-^ • 


HCl 


■H-NMRCCOCla) S ; 
1.17(3H,t). 1.2 -2. l(9H.m), 2.17(2H.q). 2.7 
-10(2H.idK 3, l-3.4(2H.Bi), 3.45(2H,s), 5.3 
(IH). 7.2l(5H.s) 

5>^A:C,,H,aNaO-HCl 


144 


0 

^Sj^HCNHCHaCH,-{])N-CHa-Q • 


HCl 


»H-NMR(CDCI,) d : v * « « 
l.l -2.a<12H,iD). 2.6 -3. 0(2H.n>, 3.0-3.3 
(2H^n)j 3.41(2H.s). 3.3-3.4(1^01). 7.23. 

5^^^ : CaaHaoNaO • HCl 


145 


0 

^^j;^-N-CH,CH, -^N-CHa -{3 • 


HCl 


'H-NMR(CDC1,) S \ ^ . 
0. 90-2. 10 (9H. m) . 2. 78 (2H, bd> . 3. 00 -3. 70 
(2H,tn), 3^43 (2H.S). 4. 40— 4. 85 (2H. ») , 7.27 
(ms). 7.38(5H.s) 

^>^^ ; Ca.HaaNaO * HCl 


146 


^Sj^OCHaCHa -^N-CHa 




'H-NMR(CDC1,) a ; 
l.Q -2.HgH.(n). 2.7-10(2H.5).^ 3.48(2H.s). 
1 36 (2H. t) . !r. 0 . 7 (8H. IB) . 7. 8-8. 2 (2H. m) 

4>^3S;:C,.HasN0a 
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m a - * 


^ 9 <1: ^ ffi St 
(a.^. icS^«ftt. NMR /i^) 


147 


0 


'H-NMR(CDCl,) 5 : 

d). 4. 56(1H. s), 4.68(1H. s). 7 00-^7 SfiMPH. 
0}, 0. lu (2H. n) 

:C,.H,,N,Oj • HCl 


148 


0 

CH2 = CHCHHCH,CH.-^-CHa-^ • HCl 


^H-NMRCCDCla) d ; 
kP T2. 1 (9H. ™). ?. T-^l 0(2H.a). 3. 1-3. 4 
(2H. fli). 3 47 (2H. SJ 5 58 (IH. 66) S Q-^ 1 

<2h:«): 7:29(5h:s} ^^^-i 

»T-^:CMHa.NaO-nCl 


149 


0 Q 
kJ' CH, 


'H-»KR(CDCU) e ; 
1.00-4. 08 (mm), 7.38(10H.s) 

5>?^;CaaHaaN,0a 


150 


0 

^Vjj^-M-CHiCH,-(3'-CHa-Q-N0, - HCl 


•H-NMR<C0Cl3) d ; 

^Ir^ : CHaiN^O, • HCl 


151 


0 

^^-N-CHaCHa -Qn-CH, 


'H-NMR (CDCIa) S • 


^ 8 (Igg #) 




ffi a ^ 


^ m it m m. ^ 


152 


• «ci 

0 


*fl-NIIR(CDCla) 9 ; 
0.80-2. 04 OH. in). 2. 48-2. 88 (2H, m) . 3.12- 
3.52(4H.ffl), 7.03-7.72(14H.o) 


153 


0 

^Vj^NCHaCIU-^^'-CH.-^^ • HCl 


•H-HWR(COCla) d ; 
s) 

: Ca.HaoNaO • HCl 


154 


0 

^>YCNCH,CHa -QN-CHa "O 
^ CHa CH. 


•H-ffMR(CDCI,) d ; 
^^^"^ t CaaHaoNaO 


155 


0 

^;>YCNCH,CH, -^N-CHa "O 
^Jl CHa QaN 


»H-NMB(CDCla) : 
^^SC : CaaHaTN.Oa 


156 


" ^ V* 

^^^Pv^CNCHaCH.-(^-CHa-^ . HCl 
O" CHa 


(t) ; 216-217 (^») 
5c;«^4frfft(Ca.HatNaQa - HCl t LT) 

M@ fHi ill 
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m 'i& ^ 


iJk m JSA is Mr 
^ S 1C ^ Ta KX 


157 


0 

II /-\ x-CH, 
kjl CH, 


^H-NIIR(C0C1 «) 4 * 

O.B2(9H.s): L02-2.28(9H.fli). 2. 60-^3. 60 (9H, 
o). 7.28(5H.8) 

: C,oH„NaO • HCl 


158 


^XHHCH,CH,-( /l-Cflj-Cc-CHa • HCl 


' VSs {bh!^!)? L 1'2-2. 2B (9H. m) . 2. 76 (2H. hd) . 
3.42<2H.q). 7.38(3H.(B). 7.67(2H.dd) 

^^^;C..H,oNaO-HCl 


153 


0 

^SCH.CH.-Cn-CH.-O-'' . HCl 
Ul CH, 


1. 0 -2. 2 (9H. 0) . 1. 6-2. 1 (5H. «) . 2. 2~2. 8 
(4H.m). 6.8 — 7, 7(9H,(n) 

^^'^SilCHaTNaO-HCl 


160 


0 

^^m,c»,-Cy-ai.-{^ • HCl 


*H-NMR (COCl a) 3 ! 
1 00— 2.05<9H.in), 2. 08. 2. 12 (total 3H. each 
s). 2. B2(2H:Sd) 3. 03 -3. 43 (2H. n»). 3. 44(2H. 
s). 4. 47. 4. 56 (total Sfi. each s), 7.35aOH.s) 

;C„H,oNaO - HCl 


151 


^H,CNCH.CH,-<I>-CH.-0 . „c, 


L00-2.0§(9H.in). 2.78(2H.bd). 2.38(3H.s). 
l llaoKs) ^^^^2H.s), 3,57(2H,s). 

5^?^ ;C,.H,.N,0 'HCl 



^ 8 <«3 #) 





m m, £ 


^ m it ^ m tSL 


162 


Q 

CH,CNDiaCHi-<3N-CH,-^ • HCl 


' "l!*00-2l^0o\9^ ffl^ . 2. 03 (3H. s) . 2. 80 (2H. bd) 
2, 88, 2. 91 (total 3H. each s). 3. Oo — 3. 40(2H, 
m). 3.43(3H.s). 7.20(5H.s) 

3»*;C.tH,»M-HC! 


163 


1 p 

^Y^^H=CHCNCH,CII.-C»-ai,-0 , 


'H-NMR(CDCla) * : _ V , « ^ 
1.1 -2.2(9H.ffi). 2.6-3.2(5H.ffl). 3.2-3.5 
(4H,in). 6.8 -7.1(IH.B). 7.3(5H.s). 7.5 - 
7.8(3H.n). 8.24(2H.d) 

a^'PA \ Ca«H,.N,Oa • HCl 


164 


0 ! 

^.JCH,CH,<;)!.-CH,-5-j, . 


*VoO-2.^08<lo1i.m). 2.72 r:3v08(5H.fli). 3.33 
(2H.bd), 6.16<lH.bs). 7.07(VH.bs) 

;CaoHa«N,0, -HCi 


165 


0 

^JCH.CH.O-™'-<! . HC, 


um-. aim: ?:i8«ur^»"-"'- 

5^^a::C..H,iN,0-HCl 


166 


0 

^,,,^^HCH,CH,-ON-CH,-fj • 2HC1 


L 00-2. 02 (9H, m) . 2. 64-3. 00 (5H.> . 3, 41 UH. 
ft. 7/15 (IH. mi. 7.27(5H.s). 7.50(lH.d). 8.41 
(2H.ID) 

»^^::C,iHaTN,0-2HCl 
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64-78151 (48) 



H 8 (St d) 





m m ^ 


^ a ^ ft R 


167 


0 

^^NCH,CHa-([^ll-CHa-^ • 2HC1 


'H-NU8(C0Cl3) ^ : 
L04-Lg4(llH,ffl). 2.64 -3.00 (5H.a). 3.58 
ms). 7.01(R«). »,27(5H.s), 7.58(2H.a), 
8. 44 (IH. d) 

4^^SC:C.,Ha7»aO-2HCI 


168 


0 

^^H,CNHCH,CH,^M-CHa-0 ^ 

OaN 


'H-fWRCCDCIs) 9 ; 
1. 007-2. 00 (4H. m) . 2. 83 (2H. bd) . 3. 24 (2H. fad) . 
3.45(2H.s). 3.59(2H.s). 5.85(lH.bs). 7.27 
(5H. s). 7. 77(4H,A8q} 

: CaaHaTNjOa • HCl 


159 


0 

^^CJCH,CH,0-CH,^ 


■H-NMROCl,) 9 I 
t4H.B). 7.25(5H,s). 7. 3 -8. 1 (7H. b) 

^?*:Ca.H«N,0-HCl 


170 


0 

CH,C0O 


'H-NMRCCDCla) 9 ; 
1.00-2. 10 OH. IB). 2.25(3H.s). 2.8l(2H.bd), 
2 97(3H. bs). 3 10 -^3 45(2H.(q). 3 43 (2H s>. 
i: 23 hH ABqJ. T27(5fl; T 

^5^^ ; C,4HaeN,03 - HCl 


171 


^vjjJljlCHaCHa-r^-^^^ • 2flCI 


»H-KMR<C0C1,) 9 : 
5>^iC:C„Ha7NaO-2HCJ 


« 8 («1 




4i i& ^ 


m m <t ^ isi 


172 


0 


^H-NMRCCDCU) 9 : 
0.90-1. 05 OH. flik 2.70(3H.s). 3.00(2H.d), 

mm: mm- 

^T^;C,«H,oNaO • HC! 


173 


Q 


•H-NKR(CDCl3) * ; 
0,7 -2.2(20H.o). 2.8-3,2(4H. ). 3.55(2H. 
o). 6.9S(as). a.02(2H.di. 8.34(2H.d) 


174 


0 

Bt00CCH-=CHCNCH,CH,-/;N-CH.-O 

1 ^ ^ • HCl 
CH, 


'H-NUR(CDCU) 9 : 
b) 

^>^it:Ca.HaoN,Oa - HCl 


.175 


0 

Q^CHaSO. nQ-CNCHaCHa/^N-CH,-® ^ 


»H-NMR(CDC1j) <? ; 
0.55-3. 36 (23H.O). 3. 40 -3. 68(2H,fli). 4,28 
(2H.S). 7.18<5K.s). 8.34(2H.d). 8.58(2H.d) 


176 


^^VcH,CHa-(3'-CHa-^ • HCl 


'H"MMR(CDCla) 8 ; 
L16-2. 120H.m). 2.89<2H.bd). 3.47(2H. s). 
435(2H,bt). 7.08 -7. 74<lUffl). 8.08(1H, 
bd). 8.23(lK.dd) 
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tt 8 (4$ §> 



t.inaBgB4 -7315a (49) 





m m fs: 


^ SI <k ^ 11 K 


177 


a 

TT i ^ — ' ^==' • riLi 
CH. 

CHO 


L 08-1. 94 (9H.ro), 2. 68-1 02(7 H. m). 3.40(2H. 
d). I27(5H.sK 7.41<2H.d). 7.78(2H.d). 10.0 

MU CI • 

vin. s; . 
^^^;Ca3H,aN,0a - HCl 


178 


0 

,CH 
CH,^ 


«H-NMR(C0Cl3) S ; 
1. 10-1. 98 (15H. (D), 2. 77 -2. 98 (6H. m) . 3. 12- 
3.46(4H.ai). 7.26<9H.n) 

^>^^;CasHa4N,0-HCl 


179 


0 

^CNCI(,CH.-<_^-CH,Hy ^ 

F,C 


»H-HMR(COCla) 3 ; 
1 00-2 OOmm) 2.60--3 00(7H «) 3 45(2H. 
a) , 6. 95 (2H, d) . 7. 26 (5n, s) , 7. 90 (2K. d) 

^=^^ ; C,,H,TNaOF9 • HCl 


1 on 
10(1 


Q 

CHa 

HO 


'H-NMR(COCU) d ; 

mi. 7.8S(5H,s) 

:C„Ha.Naaa - HCl 


181 


Q 

^JsCHaCHa-O-CHaHQ ^ 

BtO 


'H-NMR(CDCli} d : 
1.10-1.83(128,0). 2.80(2H.d). 2.98(3H.s). 
3.23-3. 44(4H.n), 102(2H.ffl). 6.84(2H.d). 
7.26(7H.n) 

^»^3fi:Ca4Haafla08 • HCl 





m m A 


^ m ^ m ^ 

(».*> TcS^Wffit. NMR U^) 


182 


■3-' 


0 

CHaD ^CNCHaCH,HQN^CH,-0 ^ ^Hd 
1 CH, 


1. OQ-2. gi (9H. «) . 2. 83 (2H. bd) . 2. 98 (3H. s) . 


183 


•3- 


Q 

UaCH.-CN/} ^ 
ICH, 


'H-NMR(COCla) d ; 
1.04-1. 98 (7H.a»), 2.20-3.30(7H.m). 6.60- 
7.34(7H.iii). a.67(2H.d) 


184 


Q 

CH,OC-^ 


0 

^^CNCHaCHa-CN-CHaHQ • HCl 
CH, 


'H-NMR(COClj) d ; 
O.9O-2.20(llH.m). 2.60 -3. 3q(2H.ra). 2.85. 
3. 03 (total k each hs). 3^48, 3. 55 (ma I 2H. 
eachbs). 3.88(3H.s), iS. 7. 21(total 5H. 
each s). 7. 67(4H.ABq) 

^=J^^ ; Ca.HaoNaQ, • HCl 


185 


0 

CH,CH,OCH,HQ-CNCH,CHa-{3*'^"'"0 ' 


»H-N«R(COCli) (J ; ^ _ 
Q. 90-2. 06(9H.s). 2. 70-3.02(10H.in). 3.20 - 
3:62(4H.ffl). 4.50(2H.s). 7. 21-7. 30(9H. d> 






CH, 


: CsHa^NsOa • HC] 
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U 4 -73151 (50) 



« 8 (fit $) 





m isk A 


Mm m iic jM x-r mu 

w m it ^ m. 


186 


CHaCH,-(3'-CH,-^ 


»H-NMR(CDCI,) J : 
0.90-2. 10 (9H. in). 2.8l(2H,bd). 3.45(2B.s). 
1 11 (2H. t> , 6. 98-7. 82 (3H. m) , 7. 2H5H. s) 

^>Ti: ;C,,H,,Na02 • HCl 


187 


0 

*)ciH)-{3-*^F»^"»"0-CH>-0 • »Cl 
CH, 


'H-NURCCDCl,) d ; 



% 9 





m m A 


«5 « ^fc ^ fl & 

(fiA. TcS^t^fir. NUR nc^) 


188 




'H-NMRCCDCU) 
^i)T"^ • CaaHa 


iNOa • HCl 


189 


0 

Qf^CH, -Qn^CH, hQ . HCl 

CH,a 


•H-NMRCCOCU) (J : 
1.05-2. 12 (9H.fl>). 2. 50-3. 40 (SB. fl»). 3.43 
(2H.S). 3.88(3H.s). 6.98(lH.q). 7.15-7.32 
(2H.aj). 7.23(5H.s) 

^^^^:CaaH„N0. - HCl 


190 


0 

^^Y'V^"' ^-CH, -Q • HCl 


ttjil CC) : 199-200 ii^m) 
iC3ft^^«l(Ca«H,.N0, • HCl t VX) 

69,^30 7."27 3.^37 
mm^(%) 69. 24 7. 40 3. 38 


191 


CH.Q 0 


MA Ct:) : 198-199 
7CiR^^II(C,«H,.N0, • HCl t tT) 

iissisg M k k 


192 


CH>0 0 

'"'°W5;]-CH,0-CH.hQ . HCl 


MA (r) ; 200-201 
7C«»W«[(C.8H,,N0, -HCl tLX) 

a k h 
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« 9 (te «) 



?^BaD3B4 -79151 (51) 





m ^ 


m m it ^ ^ rsi 

Ah «^ «V 1^ AlftafI Am \^\ 

(JHftx 7C*^W«, NMR Uif) 


193 


a 

^"Q^CH, -Q-CH, -Q • HCl 


* V05-l 1§(9(«\. 2. 55-3. 43(5H. J). 3. 48 
(2H,s). 7.23(5H.s), 7. 23-7. 43 (3H, o) 

^?^;CasHi4N0P 'HCl 


194 




tt^ (r) : 175-m 
5c«^*^ia(C,,Ha,N0-^HCl chLT) ^ 

KKo «) 72.90 7.71 3.70 


195 


0 

^^V^CH,-(j-CH,-Q • HCl 
CHa 


KjSL (t:) : 211-213 

7C*^*fr«[(C.3Ha7N0 • HCl LT) 

C H N 
SSftMOf) 74. 68 7. 63 3.79 
iii^ 72.68 7.49 1 70 
KKo 00 72.90 7.71 3. 70 


196 


CHaO 


Ak.^ (r) : 153-154 

7C*^Wtt(C..H„N03i Lr) 

C H N 
S»a(X) 75.59 7. 45 2.83 
ll^iaOS) 75. 77 7.28 3.64 


197 




fi.^ (C) ; 170-171 (^«) 
7C*0W«CC„H.,NO,iUt:) 




9 (te 




« >& ^ 


«5 S ^ M Bt 


198 


"'"'"v-A-ch.O-ch.hQ . „c. 


ttjt (r) : 175-176 
5c*d«^li<C.iH„N0, . HCl i tT) 

IBSSSB IHS 1:11 Hf 


199 




ttjt (r) : 236-237 

7C«^»W«[(CaaH,.ND, • HCl Jt LT) 

Q 1^ 

mt^m^ 69.08 6.55 1 50 
Ig^^O^) 68.97 6. 82 3. 29 


200 


a 

Qj^CH,-Oi-CH.-0 ' 


(t) : 195-196 
7C*^W^a(Ca.Ha,N0-HCl i LT) 

MSB M fJ HI 


201 


(L .CH,^CH.-0 

oo 


'H-NURCCDCU) ^ ; 
1. 10~2.1C(13H,m). 2. 60 -3. 08 (5H. m) . 3.41 
msC 1 00-7. 85 (4H. ID). 7. 19 (5H. s) 

: Ca4HatN0 • HCl 


202 




»H-NMH(COCU) d : . „ .A n nn 

1. 17(3H,d), 1. 12^2. lOOHm). 2. 60-2. 93 ^ 
(2H.in). 3.41(2H,s). 3.5l(lH.q). 7.20(5H.s). 
7.30-7. 92(5H.iB) 

^i^*:C,aHaiNO- HCl 
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S 9 (tiS #) 



t>4 -70151 (52) 





m m ^ 


ft a lb ^ ta ft 

(».^L. 7t:*3>t^ftt[. NUR /I if) 


203 




it's (t:) ; 126-127 
it*5>^ll(Ca6H„N0, • HCI i LT) 

SI6«<X) 7o!'33 7"72 3.^15 
mmmOi) 70.41 7. 48 2.85 


204 


Q 


'H-NUR(CDCIj> : 
1.0g-3. 40(20H.fla). 3.5D(2H.s). 3.90(3H.s). 
lS7(3H.s). 6.a8aH.3). 7.i8(lH.s). 7.31 
(5H, s) 

; CtHssNOs • HCI 


205 


0 


»H-KMR(CDC!j) d ; 
1. 05— 3.36 <22H.in). 3. 45(2H. s). 3. 85(3H.s). 
3.90(3H.s). 6.78(iH.s). 7.08(iH.s), 7.21 
(5H, s) 

: C,.H5,NG3 • HCI 


206 




•H-NMRCCDClj) d ; 
^10-72. 50 (7H. 0) . ^ 2. 70-3. 02 (2H. m), 3. 48 
i2HfcS>w y8<2H.s). 3.79(3H,s), 5.63{lH.dt). 
7. 02-7. 50 (3H. a). 7.21(5H.m) 

: Ca,H,5N0a • HCI 


207 


0 

^^|-^CH hQ<-<:h, . HCI 
CH,Q 


'H>miR(CDCl,) d ; 
L 50-3. 57{17H,m). 3. 48, 3. 50 (total 2H, 
each s). 3. 83. 3. 85 (total 3 H. each s). 6.57 
-7. 39 (4H, III). 7.22(5H,in) 

;C„H.sNO, - HCI 



$t g («s 





m m ^ 


Ifc ffl <fc ^ S ft 
(»„^. it:«^Wtt> NMR fX^) 


208 


0 

fj^^^ -{ji-CHa • HCI 

CH^Q^V^^ 
CH,0 


'H-NMR(CDC!,> ; 
1. 58— 2. 55 (7H.aj), 2. 79-3. 02<2H. qj). 3.50 
i2!!.s), 3.63(2H.d). 3.9fl(6H.s). 8.63(lH.dt). 
6.93(lH.dK 7.22(5H.s). 7.57(lH.d) 

^TSC ; Ca,H,7N0, • HCI 


209 


CH3O 0 

'"'°-^^ChX3m-CH,-0 . HCI 


'H-NMR(COCU) 3 ; 
1. 50-2. 55 aH. in). 2. 78-3. 03 (2H, a) . 3.48 
(2H.S). 3.56(2H.d). 3.85(3H.s). 4.00(3H,s). 
Ish 8) 7.07(lH,d), 7.21{lH.d). 7.22 

^^S: ; Ca.HatSOs - HCI 


210 


CKiO 0 

CH3O 


'H-NMR(CDCl3) S : 
1. 50-2. 50 (7H.ffl). 2. 78-3.03(2H.fli), 3.48 
(2H.S). 3.53(2H,d). 3.82(3H.s). 3.90(3H.s), 
4.03(3H.s), 6.58(lH.dt), 6.61(lH.s). 7.25 
(5H, s) 

^T^jCasHatNO, - HCI 


211 


0 

^^Ql^CH^-CHanQ . HCI 


»H-NMR(C0C1,) 3 : 
1. 52-2. 55 (7H.m). 2. 78— 3. 02(2H.b), 3.50 
(2H.S). 3.59(2H.s), 8.72(lH,dt). 7.05-7.55 
(3H.ID). 7.22(5H.s) 

^^S^ ;CaaHaaNOF-HCl 


212 


'"'^•Q^ChO-CH,hQ. HCI 


»H-HMR(CDCl3) 9 ; 
1. 50-2. 55 <7H. ra) . 2. 38 (3H. s) . 2. 78-3. 02 
(2H,m). 3.48(2H,s). 3.57(2H. s). 6.66(lH.dt). 
7. 38-7. 60 (3H.ro), 7.21(5H.s) 

^^^S;Ca3H,.N0'KCI 
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ft 9 («l «) 



«BaaaB4-79i5i (53) 





(A a ^ 


m m it ^ m. tSL 


213 


Q 

CH, 


'H-NUR(CDCIi) d ; 
1.48-2. 60 (7H.n). 2.32(3H.s). 2.77-3.02 
(2H,o), 3,49(4H.s), 6.69(lH,dt), 7.10 - 
7. 67 (ko) 

^^5« ; CaH.sKO • HCI 


214 


""yyN=ch<3.-ch,-o 


tt.« <r) ; 174-175 

S^®(|0 69^^08 6"55 150 
69.12 6.41 3. 43 


215 




(r) : 175-176 
7C«5>tfftt(C,oH,.N0,iLr) 

C H N 

SSfir^OQ 79.44 6. 89 3.09 
^m^(%) 79. 04 6. 87 2. 77 


216 




(t) ; 180-131 
7C*5)«-it(CaeH3.N0, • KCl i UT) 


217 




BAA (r) : 2 

7C*5>W«[(Ct 


28-230 (^«) 

aHa,NO, • HCI i LT) 

C H N 
K) 69. 43 6. 08 3. 52 
0 67.89 5.97 3.43 
0 67. 89 6.19 3.44 





m m A 


«5 ffi ^fc ^ <S K 


218 


i 


0 

Qj^^CH-Qt-CH,-^ • HCI 


'H-NMR(CDC1,) d ; 
2.48-3.02<13H.fli), 3.48(2H.s). 6. 73(1H. dt). 
7.10-8.l8<4H.flO, 7.22(5IU) 

; CaHasNO * HCI 


219 


t 




(t:) : 211-213 (^m) 
7C«5>Wta(Ca*Ha7NQ • HCI t LT) 

C H N 

mtkiAdif) 75.47 7.39 3.67 

mSimoii 73.22 7.41 3. 57 


220 


CH, 


•H-NMR{COCU) d ; 

1. 20- 2. 60(7H.in). 1.96(3H.d). 2.70-2.97 
<2H.m). 3.46(3H,s), 6.07aH.dd). 7.21(5H.s). 

7.21- 7.6l(5H.o) 

i^^A ; C«H«Na • HCI 


221 




tt.-a (r) ; 170-171 


222 


CH,0, 


0 

^J^CHCHaCH«CH, 'O " 


»H-NMR(CDCU) d : 
1. 10-2.40<l3H.iD), 2.70 -3. 00(2H.ra). 3.45 
(2H,s). 3.48(2H.s). 3.86(3H.s). 3.91(3H,s). 
6.68(lH.tt). 6.80(lH.s). 7.20(6H.s) 

: CaTHiaNOa • HCI 
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« 9 (» 



K4 -79151 (54) 





m m jS: 


Urn XM ■ IV 4t^ is Wtr 

!SI 1G 7 IE Bt -J 


223 


0 


»H-NMR(CDClj) 9 ; 
1. 10-2.40q5H.ni). 2.68 -3. 00 (2H. 0) . 3.46 
(2H. s) 3. 50 (2H. sj \ 38 (3H. s) . 3. 93 (3H. s) . 
6.68(lfl.tt). a.83<lH.s). T.19(lH.s). 7.21 
(5H, s) 

:C,.H9sN03 • HCI 


224 


0 


IBlA (t:) ; 130-135 

TCS^ef taCCa.Ha.NO, • HCI t LT) 

Sift® (30 70.^98 6."87 3.'*18 
%mm.iX> 70.81 6.72 3. 10 


225 




•H-NMRCCDCl.) 9 ; 
1 10-3. 50 (16R ro). 3. 87(3H. s), 3. 93 (3H. s). 
6.8Q(iH. s). 7.00— 7.25 (6H, ID) 

^^^jS: ;C,,H8,N03 • HCI 


226 




tL* (t:) ; 186-188 i^m) 

'H-N«R(CDClj) 9 : 
L65-2. 10(7H.ni). 2. 65-2. 75 <2H. 01). 3.25- 
3.83(5H.5). 3.g2(3H.s). 3.98<3H.s). 4.60 

(5H. ffl) 


227 


0 Cfi, 

CH9O 


CC) ; 220-221 

ic«»Wlt(C,sH,.N03 • HCI t LT) 

C H N 
69.83 7.50 3.28 
nmiii%) 70. 03 7. si 3 26 



a 9 #') 





m 'A ^ 


^ m it ^ ^ & 


228 


'"'°^Q^CH.hC)-CH.-^"' HCI 


(t:) ; 212-213 
7U*d^fi(C2»H3.N03 • HCI t UT) 

SSftttOO 69.^3 7"50 3.''26 
I^SSaOO 69. 62 7.38 3. 15 


229 




^CHa "O"^"* ' 


fflL-SL (t) ; 229-230 ii^m) 
iC«^tff«[(Ca,Ha,NO, -HCI tVX) 

mHim(%) 69.^3 7"50 3!*26 

nmmm 69. 91 7.48 3.28 


230 




I^CHa • HCI 


»H-NMH(CDCl3) 9 ; 
1. 00-3. 50 (14H.ra). 3.73(2H.s), 3.86(3H.s). 
lg3(3H.s . 6.82(Rs), 7.12(lH.s). 7.22- 
7.80(4H, m) 

5>"?^ :Ca4Ha.NaOs - HCI 


231 


"•°Q^c..hQk..-{^". >tl 

CH30 


(r) ; 210-211 

5c«»Wia(Ca4Ha.Na05 • HCI t LT) 

C H N 
mH^m%> 62. 54 6. 34 6. 08 
nm^<%) 62. 48 6.34 5. 96 


232 




1 

J^CHa -^-NOa ■ HCI 


(r) : 234-236 

7C*»Wta(Ca«HatHiOs • HCI i LT) 

C H N 
62. 54 6. 34 6.08 
62. 56 6.25 5. 83 
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S 9 (tS 



??BnBgu4-79151 <55) 





m at ^ 


«5 S 41: ^ it K 


233 




'H-NMR(CDCU) d : 
L10-3.43(14H.iD). 3.5Z(2H. s). 3.84(3H.s). 
3.91(3H,s), 6. 35-7. 08(711. in) 


234 


'"'"^Q^CH.-O-CH.^OH -HCl 

CHaO 


«A (r) ; 


146-148 

2,H2«N0. - HCl tLX) 

C H M 
(X) 66.51 7. 29 3.53 
tt) 66.73 7.00 3.24 


233 


D OCH, 


(r) : 193-194 

7C«5^^fi(C,»H,|N0. 'HCl iLr) 

C H N 
eiftfKX) 67.33 7.23 3. 14 

nmm(%) 67. 43 7.22 3.13 


236 


CHflO 


IB,^ in) : 228-228 (^8?) 
7C«^>Wia(C.sH3.N04 • HCl i LT) 


237 


0 CCHa -fS 

'^'''"^Q^CH.-O-CH.-^ -HC. 

CH90 


*H-NWR<C0C!3) ; 
0. 78-3. 40(14H.ni). 3. 46(2H,s). 3.85(3H.s), 

miu: um- 

^?^:C,,H,.NO« - HCl 





0 ifi £ 


tt3 s <t ^ ft 


238 


0 


(t:) ; 224-226 i^m) 

7C«5>W«<C.3Ha.N,0> • 2HCl<f: LT) 
C H N 
mHi^(%) 60. 93 6. 67 6. 18 

W^l M kll 11 


239 


1 . 

"•°-0-^c«,-OcilrfH.-O -nci 

CHaO 


CC) : 253-256 (^W) 
7C*^W^tl(Ca5H,,N0, • HCl iLT) 


240 


"'°YyYCH.-0-CH.-<^> ■ HC. 


(r) : 225-226 <^W) 
7C«^t?f^(C,4H3sN0a • HCl i LT) 

mm i\\ h k 


241 




MA (r) : 226-227 (^») 

7C5fe^^«I(Ca.H,,fiO, • HCl t LT) 

C H N 
lildM(X) 72.17 6. 92 3. 01 
nm^(%) 71.71 7. 07 2. 85 


242 


CKgO 


Itt* (t:) ; 243-245 

7t*^>Wit(Ca.H3.N0, -HCl i LT) 

C K N 
esdiiCX) 72.17 6.92 3.01 
mm^(%) 71.75 6.92 2.01 
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St 9 m #) 



64-79151 (56) 





m m ^ 


m it ^ m ^ 

(fi.^. TtXf^m^. NUR U^) 


243 




(t:) : 191-192 

JC*53'W«[(C«H,,N0» • HCI i LT) 

C H li 
Slftil(X) 65.60 7.29 2.94 
n9At&(%) 65.34 7. 27 2.79 


244 


Y^TN"*^"' -Q-CH, -Q-OCH, -HCI 
CHaO''^'*''^ QCH, 


(t:) : 219-221 

7C*5>W^ia(Ca7H,5N0« • HCI i LT) 

C H N 

n li u 111 


245 


0 

VVt-CH» -/^NH • HCI 
CH.O"^^^-^^ 


'H-NMR(D,0) <y : 
1. 10-3.12(14H.a). 184(3H.s>. 6.70aH.s). 
6. 84aH,s) 

^>^SC;C,«Ha,NO, - HCI 


246 


NO, 

CtUG 


(t) : 182-183 

7C«5>t^li(CaoH3,N5Q8 iLT) 

C H N 
gIftiSCS) 64. 39 5. 94 12.51 
nmnL<%) 64. 42 5. 78 12.52 


247 


CHftO 


<t:) ; 240-241 (^») 
ic*^>W<t(C2eH„NQjS, • HCI i LT) 

%m in k k 



« 9 («S #) 





li IS ^ 


s <b ^ M sc 


248 


'"'°^nrV«<>-^«^^ ■2HC1 


(r) ; 180-185 i^m 

iuJft^^WIKCaaHa.SaOa • 2HCli LT) 

imi ill k k 


249 




(t:) : 230-232 (^^IR) 
7C*^W«(C3sH,,N0« • HCI i LT) 

ill k k 
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1$l?aea«4-7D151 (57) 



©Int.Cl,* 

C 07 D 211/94 
295/10 
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BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

ZSmAGE CUT OFF AT TOP, BOTTOM OR SffiES 

□"fa^d text or drawing 

i^blurred or illegible text or drawing 

□ skewed/slanted images 

□ color or black and white photographs 

□ gray scale documents 

qflines or marks on original document 

□ REFERENCE(S) or EXHIBIT(S) SUBMITTED ARE POOR QUALITY 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
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the IFW Image Problem Mailbox. 



